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which contain compounds represented by general 



D^_0 M V y 7 (1) formula (I), prodrugs thereof, pharmaceutical! y 

^ M | acceptable salts thereof or solvates of the same 

f*} -l2 wherein R 1 represents lower alkyl, cycloalkyl, etc.; 

(^)l R2 ^presents hydrogen, lower alkyl, etc.; n is 1 or 



2; X represents lower alkylene, lower alkenylene, 
Lc. (wherein R 7 represents hydrogen 01 

and Z represents lower alkyl, an optionally substituted hydrocarbon cycle, an optionally substituted heterocycle, etc. 



^ arylene, cycloalkylene, etc.; Y represents CONR 7 , CSNR 7 , NR 7 CO, NR 7 CS, etc. (wherein R 7 represents hydrogen or lower alkyl); 
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U 0 -cfcS. 




r&ij»T/W>5r= I^J / f l/y*2~8| 4 Jf4L<B3|^6|. 

<Hl -o 2* 5 t tf> 5. 

V^f#52i©Stfe5. XK&ftS ri/^pT/KUVj "CIS 1 , 4-;X 
10 r->^n7/U^=,l/^J tli, ±15-^^ d T A # U- <Z> ft K '> & < Hi 

0 <d - & *r-t 5 s & s^-r s . 

rt'v'^n7;^H'j i: IJ , ± IS r t' V ^ d /t'J b $ P> |r * 3? £ 

1 O^V>T"C# SSSr'S^-t-S. Jr^MC«t*i/^n [2. 1. 0] -<>^U 
V ^ a [2. 2. 1 ] ~> 7* * ^ ^ ^ , t'i^^n [2. 2. 2]^"^^^ 

15 ^ fc'^a [3. 2. 1] *7 f- U >&tfm\f til5. 

20 rry-u-^j t ±15 rr y - a-j ^?>*ig^S:ioi^tt#5 2 

r^fo7y-i/yj itt» ±!E ^7n|-^;h ©H, ^ # Jg '14 £ W 
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A* % * * V V - V J . t*ti/7^-^^/K -fyf T'Z-A'^^A', 
5^7 y^/U^ /K f-x */ — )V*J>( ,u % 7 5 y ^fc <t ^ f ^ 7 i > ^ 

&S£WL-CV^T<b.fcv^>* D^df^u^j „ rg&S£3r LTV^ t <fc v^ f 
ur >v* w\ rg&g£ % LXV^-ct «tv>->^ d T^tr- uvj . rg 

10 S^W ;H *5<fcT>* rg&g*^ LTV^ t> «fcv>f-ty 5?=i^j cDg&Si: LT 
g&£S* 3 ri^iitflSftS 1 W±©g^^I^^Sii s ^ff ?>ix> L< 12 

- N^\-U- 

14 h Uif^7y ; t-!>A^©fillOfi ;th!)^tfc|i*!l!>A«07 
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5 Sfc, JMSWfcftSft'fr'KJtt'to^B K^y^trfi^rs. 7*° K7*^tlJ, 
Wfc*6ft**£fc«ft£'*-c*>a. ISft^o K? y ^R»*«r»«i"S*}fe 

*3«tt>*Si5t-r5*-&«. WttfDe sign of Prodrugs, Els 
10 evier, Amsterdam 1985 \Z IB® £ *t"C V 5 „ 

**9lKfRSft*&* ( i ) sfc^tt, fls-fr* ( i ) 

ro*^**^^ iiS*T^=»-/HS:RJC$-e-5 i £ £ «fc o tfiil $ tlS a: * x 
pgtt, £fci*ft£-&> (i) o*/K'*i/ilSft7? ^fcRft J: 

15 tfJxLtf, *»Wft«6ft'&* (I) * J t Ko*->«r*t5»^tt, 

m (i) © t KBt'/iiaftT*/^?^ K*fcttaa*M**i*RiC* 

ifjx.fi. # |8 H lw« 5 ft %m (I) a*TS / Sr#i-*»^li» ft-fr* (DO 

20 r $ y £ as **^ny^fc«*fcnas - * k 

«fc 9Ki£$ft5TS K»i&#0>J: 5*Vo h'7 y^W^SftS. 
fcJSWKHlRSft^* (I) dS'FJF^^W^S:*-*-**-*^**, MM 

*»wjc«*ft*ife (i) #^mtt*fc#r5»'friwE-i**5 z*a*# 

25 £E L#5 1 1 te^m^f ft£ fc^tf. xjs^D7^i'^fc5i^l: 
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[Y = CONR 7 <D^£-] 



C£«K Ha Mi^ayvffcl?. Q \*T 5 / ^{SSIST'fc 9 . ^ O «1 © IE 12 



£iI^&}£!&<K o°c~ 5 0 < C-e»#~&i$mK;S£-£5„ MiLtlif h7 
xfvK Bt&y^K <<>W. ^9^. v 5 **-*^ 7tFy> T-feh=h 
IgB 

3 SrftftK «fc 0 ltt»a U B fHHfc£&tr*t£1-5fi&SR 1 £#1" 5* 
niS2"CiS>*ft^* (I-A) «5f5>il5. giHXIirFnKD77y. 

f/K i^*-^, T-feh^, 7-fc h= K 'J 7Kfcctt>* 




nunt w\mx-hz>) 



ISA 
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IgC 

flS^fc 3 <bg&gR 1 ^ftS^^^^-^y-f K 5 £ -£T n = 1 V 

hZ>it&® (I-B) ^§5:H"C^5. E£&#tt±l2imB <tl^«-C$>S. 
IgD 

5 XUCVfttbtltLik&Vl (I-B) SrfcftKJ: 19 Kttit tt\ n = 2 f 

hZitG®) (I -A) ^#P>tb5 0 &fc#J<t LTttm- * n ni§£&#gL igft 

10 ^oi-^xyu, >^ b d / ? h^iy, ^<V-t?y, df-v'W'^, ^^n^^f-^v, 
-=¥1^V % ;7nn*/WJ>^ g^:n^/K Rfc:7?vK 'O-^V. ^7°^^, v 5 ^ 



fn»^;utfc5»*i:ii« ( I - A') *5J;i>* ( I — B ') teT15tf>2fifc 




20 IlC 
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IgE 

L-cttzk*^ y # a „ zk&fc* y t K7v?y, 

A-y Affi^^rfflv^ c LX\tT hyt Yuyy 

5 i?* ?-;U&/VJ*T 5 K, * =¥ 7"* M", 7t F = h !) ;K * * / - 

IIF 

10 & 9 fca3fc*8E'K ilo#4T*»5^tt*#fiTl:ot~ i o otf»^~ 
R8S£$-frTte-&!fe ( I - B') £#5 0 JlttgSSi: Lt(iflitf7s; 
* n n x h y * D o ^ 7-s\,$&mtf btlS. t Ltli^J^tf h !)xf^7 5 

H !) -7AS?^lV^ria 5 t'#5. m&t LXitT" h7t N77^, 
15 i?>fW^A7$ K, JTyK i?9nn*9ls^ h/Poi^, -O'-tf 

^/K ^V^V, ^9>. v ? ^"*-y-^, 7t 7-lrh=hy;K *9/ — 

IID 

20 -fb-g-fe (I-B* ) t±EISDtlil«i:R«;SfCft*ft (I -A* ) 
[Y = N R 7 COCi^] 
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o r2 * ? 

, u,K" * ? R 1 -S0 2 -Hal 4 R VSc x V Z 

rZhn-x-nhr 7 Hal 2 . R 2 H N-x N r z r^r d'*o 0 

10 12 °^x*iC X8B / (l-C) 




o ° 
(l-D) 



(it*, «-E-§-ttWEi:raft) 
IgG J3 «tt>*XmB 

jt, ^«-4to i o tfc&yi i i s*s*#ttiSB t isnjn?*>5« 

5 '&btltHk&Vn 1 2 £_hi2IgB t m«HcRl£:$*-C n = 2 -ZhZitG® ( I - 
C) 

IgC&.fctf liSD 

ligG "C# ft 1 2£. ±EIgC*J J:tfIgD £PJ«fcRJS£*-C 

it^m (I-D) «r#5:Ht|5„ 
10 [Y = OCONR 7 ffl«^] 



OC N-Z 14 ^ R 2 HN N ^o,fi. 
IiH * X 
15 



R 



7 



13 



R 2 HN-X-OH — '- L -+~ ^X^Y*"^? 

TfflU U • 



RV" - - R 2 R 7 R 2 R 7 



O ^ (,-E) 

(^•f, *B*tt»et ran) 

ISH 

15 ^&&o#£T££li##£TT?O c C~ 1 0 Ott*»-*BPIS)SJ*Tft 
-frfc 1 5£»S. }§&<k LTtt^ h7t Ko7 7V, -^f^*/^7; K» 5? 
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if^i- y-fl,^ i/fna/fy, h;ny, 'O'ifV, ^rv/U^, i/ta^* 

•y-y, ^do*/u^, ftlfcxf-yK SfKt'^^, s 

i>**Vy, 7±hy, 7± b=- b V yvfc XtfiZtib v> "It6"C 

5 XUC&XVTUD 

W^&Zit&tto (I-E) «:j|5:i:i! ! t^5. 

[Y = CSNR 7 JfcttNR 7 CS 
10 YiJSCSNR 7 JfclJNR 7 CStfe5^|J (1) ^SltSi^Ctt, ± 

( I ) t D-yy^I (Lawesson's reagent) $.1t\t'£Mik l 0 

As&m^ttmi&'p. 3 o°c~ i o ot-c^c^-^^ras^^-ars - 1 «t t>#e 

15 ;Px-f/U> i?0 aa * f f % h>Ux>\ "<>"tf>\ df-i^uy, v/^n^df--^^, 

^*-tf-y, ^od^a-a, rbx^vk ftffc^/K -<y?y, ^-f*y. 
*V-y, T-fehVs r-fc h= h y-rt'fcitf-tftfewft'friSJ^^teffl"?**. 

7yv*/i';*vi'#=-yK T U — A^/UsfcxyK {£&7 yu^/U;*; yutfxyu. 7!)- yw 
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v/^n^^-^v, ^^rl?-^, ^nn*;l/A, BfKifvi', 
^<>*>\ ^^?>\ v 5 ^-^^-^, Tirh^, T± h- b ]) & £ It Z ti b (DIM, 

^^KtSML^fi^-CN P YY Sgtftfittf^ffl^tttV^i^ 

10 5£ ( I ) fci^-c 

•^D7MK'fe5 (KT> R ^ i ! R 1 - 1 "CfcS t"t" 5) it%®). 

R 1 tf^;ft,^*t^ny:^g&£;h,T^Tt>«}:v^&&3~ l o cd T 3- ^ £ ;t 

IJglt5~6©V^o7/U*/V-Cfc5 (WT, R 1 tf 5 R 1 - 2 tfi) 

15 

r i &r i - 3 -cfcs ti-&) 

20 

r 2 i^mtftnmm^ 1 ~ 3 ©r^^u-cfcs (wt, r 2 ^r 2 - 1 -c&>5 

R 2 ^7K^T-fc5 (WT. R 2 i 5 R 2 — 2 t'fcS fc^fe, 
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-0- 



-©- 

'sf Di-;^;K'fc5 (£1T, X^X-l-Cfe5tf5) te^fc. 



-©- 



-0- 

X^^^» 2 ~ 6 OT/K 



-0- 



-0- 

s^/u-CfcS (WT> X^x- 3ffc5 it5) 
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(£IT> XtfX- 5ffc5 fl^to, 
6 X^X- 6 -ch& ir-TS) <t£4^ 

Y^CONR 7 , CSNR 7 JfclJNR 7 COSfcliNR 7 CSTfc!J, R 7 ^ 

10 Yi ! CONH, CSNHJtliNHCOrfcS (ST, Y # y - 2 "C fc 5 t + 5 ) 
ft**, 

Y#CONHT?*>5 (^T« Y^Y- 3 -CfcS <t1-5) ft**, 

15 *at«SfcttS**t^LTV*Tfc iV^^oSSstS-CfcS (UiT. Z Z - 
1 t*>5it5) 4t4*l* 

Zfr- (CR 8 R 9 ) r-W- (CR 10 R n ) s-V 

R 8 , R 9 * R 1 °*3«fctfR 1 1 IJ#*«4 fC*»*fctt««Tyu* 
A'T* 9 » 2 £*±<£>R 8 , R 9 . R 1 Ojoi^/JfclJR 1 1 i«#StSi:#, 
20 =&*<z>R 8 , R 9 , R^iiitfR 1 1 «H^otV^ttJ:<, Wfi o, 
S SfcteN R 1 2 X'th V . R 1 2 fi»TA'*A'4*:tt7*=yi'-Cfc 0 , 

^ttiV^fDSSlTfe?. r 12 1 ~ 4 ffllfffc <? » s {}0~4 <Z>&&-C 
25 fc 5 ] 
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Zd*- (CH 2 ) r-W- (CH 2 ) s-V 

[SC«f, W(J*g^, O, SJtliNR 1 2 tfc0, R 12 ft* Pf? 2 7* lite® 7 

5 7***, tti7^a*'A fii7^ = ^, 7 ? / , M 7/1"*- 1*7 5 / , 
7!!-^) ■e*9, r!il~4©I»tfc!), s tt 0 ~ 4 £>SE&-Cfc 5 ] 

-efca (KT, z#z-3-e*a fl:**, 

Z#- (CH 2 ) r-W- (CH 2 ) s-V 
10 [5£4>, Wtt*8<a\ O, S, NHStliNM e ^fe 19 , V te-ttt-etlg&g £ 

<S*7/l"*/K ^oy^fiar*^, T $ / 7 

=¥ yW 7 S / ) "C*>5» r tt 1 ~ 3 <D&&-Ch 9 . sttO*;fctel-Cfc5] 
(»T. Z «s Z - 4 £ it^m. 

15 z^aMfrWLTV^r t J:v*«fls**»« 

***** L-CV^-Cfc *l^M7A'*A' (H-eiftlitt^nyy, t Kb 
*/PjK^v^, <SiR7/V=i yi/ si? swK •>7/fc«tt>'/JtB7x = 

AO : 

20 (£«T/u= = SfiTV^-C J; ^ 7 ;v>r -A* ; 

e&S£*T LTV^-C t «t v><6&7 ( - :-cEfeS iliAny^, t K 

n i&j&T/i's df te>&7 * s/ # yu # = vK fi«7/V 

f ? D T/Pdf-yW ; if a T >\< * )V * i/ ; 7 -WW ; ®& 7 A> =* f" ^ ; % )V /<. 
25 -=e >\s ; 7 /V /V tJ * 4 i\s ; is t? a T * X /< * 4 JU ; t h'oJf 
W ? / ; 
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5 ±^71=^; 

7 A' * A * A 7 ^ =• ; 7 /V/ A'* A- 7 r ■=£ -< A ; ^ o 7 A- * A * 

= ha ; i/7; ; 7/W* ^ ; 7 tift £ ixX V> T t> «t ^ 

7 * - JUT S ; 7 J **s ; 
10 g&g£W LT^t t>«fcv^-r-ott5*:g(;L r. ti^Si Ji&S£;ixTV>T t 
<t t Ko^i/; ^;V*^F ;tt|7***;'/i'i'T**A'!tt 
S7yl'3*v'*/i'** = ^;7->^;7 5 / ; 7 A * ~> * A> # = /U 7 5 / ; 
* /W< ^E- Y ; ^- =¥ y ; 71=^; ©iS 7 ;U3^f->7i-/P ; /^uff J 7 

15 &&7/i'#/W-Cg&$ ftf V^T <b <£ V^x a A* — A T" n|g^-^ y • 

(«t, za*z - i-rs) 
z afi 3£ $r ^ "C v ^ *^ ^> ^ v ^ 7 ^ — 

20 3 3r # A * = i/T / *5 itF/J 7tll7 * - A- T* £ ft T T .fcl^te 
j^A^A- ; fiiS7^3 **sU /\>-£-,\,i& < &T >^>T ->\s ; /n n ^ v % (S»7 A 
s^v', IS® 7 A => # Atf =. A % ^ u 7 A * A-fc X Xf- / £ 7t T n fg 
it£T?g&£*i-CVN-Ct«fc^M7A=i*--X; V a 7 A *A : > ? a 7 A * 
Atf**;/ ; 7 v/A ; l£i&7 A* A? 1 * ; ; f&Wt. 7 A * A # /W< * 

25 -YA ; 1£«7A*A, t K □ * -yM7A#A, 7 ->A, M7;^;M** 
^A*3 £t>V*fcte7i^/i'fg&£ft-CV^ t±^7; / i^nyy, ->7 
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16 $ 7 A- A- A 7 r * -i A ; ->^o7/i'^;i'X^7r ; e-i'^; - M ; T A 
df- V^*s** i/ ; A*A-C®&£ ilTl»t t £^7 x = AT J • 7 x / 

; y ; fc Kb ^v', '>n//^ N fifiT;^^, <£®7A=> ^f*^* 
5 — A- % 7? A ^/I'A^y/K 7 x = A- , ^oy/7j-/K x n ^ S *3 

£>5 (WT, Z&Z- 6"Cfc5 te^tt. 
Z/i J E&££r : i*L"tl'' , T , b<fcV'>:73:=.A 
10 Cc-Ciliitt^oyy i^nyy, t KnJfi/, |SS7;V3*->'*yi't; 
- A*5 J; OV £ fc»7* = A/T?B*SiX"CV>tfeJ:^ft8l7^*^;^nyi/ 

□ T A-3- A- ; o T A* A-;*-* : r v-A : A* A?-* % <&®.T A=* 

A;*/ A-/<*f )V • ffi&T fr*;i> x t Ka*i/fia7/u*^, 7 v'A-fc «fc l*/* 
15 1ti*7 i =/Wt*@i$^tV^ti^7 ? / ; t'^ U -^/K-i^J *LTV>-C t> 
i V 7 — A ; is V 07^*^*77*^ ; 7;^l^>v ; #*v' ; 7 i / 

^^/K-fft^^t^t t> J: ir»*/u* y u< y / •, t ko 

20 *}«kt>Vifcii:^-^y-ca^$^-Cv^T t f^y v>A ; t Kd#-> ( *>U/< 

•=e-rA*3«tt>V* 7tli^-^y-Cg«l^ixTV^-C t iV^fn y v? = yU ; 7i=;^ 
ytli f !) ? ^AT?S&$ tltV^T t «t V* $/ = A- ; ^ t Kd f U v?A ; fo 

y A ; fn y ^A ; /% a y >*S ± t>V £ fc ttM 7 A* A"?fl& $ *t T T J: 

5 y a ; t"7 */ y a ; •, =rr •/ y a ; y y a ; v y 

25 A ; -f y^^t/D A" ; &&7Adf-A*5 <t U'/J li 7 * =. A-Cgfc $ tlX V* X 
fcit^r h 7 s / y A ; -C f K y - A : -< > K V A ; 7 h 7 t K a * / «; a- ; {£® 
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F?t K d f 7 * *s ; t- Y y t Kn7J^#'/; <£8i 7 =¥ 

5 -Cg&StL-CV^-C t «fcl> t"-i V XhZ (SIT, ZfrZ-lX 

»TA'*A'*A'/<*-f 7i-/K fi»7/i'*A'*>l'# y 7 *J .fctf/Sfctt 

teS^A"*^?-;*-, 7" 5/ A*, tfA'sK^i', tett7A'=» *$/*>u# = A', 7 5/ , 
x^yl^;*, tLTVN-C i .fcV^x/ * * V *S «fc t>V * 7t 

9X&Z t-TS) ft*-*, 
20 7^7/!l;U, tlv?/K fKv 1 -^, t'7^K H7V/-/K -Y > K V 

7/u=4' > ^y/f 7^7y y /k *;^k -r y * / y ^, v 5 1 Kn^yy 
yy/K r ? y i/^^stii^yy 7 y a- (z itg^ii it 

25 ift«TA"¥A' ; ^oy;fi^7/^;W ; fi»7A'=»#$' ; <SiSl7/W=i * 

= yu ; Tvvw ; 7 A- a * -> * jK - 7 i\> * /U ; / h ; ^ft** 
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tl."CV*-C<b .fcV^yu* !//) "CJfcS (£1T* Z^z-1 OT-fcS £1" 3) flS^-ft. 

-<*yf-7 % /Vfi' (::T?IJ)HtH;fia7^ ( ad^ / M7**sK (£ 
10 Jh©i) -CfcS (£(T> ZtfSZ- 1 1 "Cfc5 t-rs) te-a-fc* 

R 1 i5Rl-2ffe9, R 2 ^R2-2t?*5, n ^ 2 t?fe 9 „ X, Y *3 i O* Z 

oaa^-g-fr-s (x, y, z) ^^T^*a^-^^-fr-efc5^'&^, 

(X, Y, Z) = (X-3, Y-2, Z-l) , (X-3, Y-2, Z-2) , (X-3, Y-2, Z-3) , 

(X-3, Y-2, Z-4) , (X-3, Y-2, Z-5) , (X-3. Y-2, Z-6) , (X-3, Y-2, Z-7) , 

15 (X-3, Y-2, Z-8) , (X-3, Y-2, Z-9) , (X-3, Y-2, Z-10) , (X-3, Y-2, 
Z-ll) , 

(X-3, Y-3, Z-l) , (X-3, Y-3, Z-2) , (X-3, Y-3, Z-3) , (X-3, Y-3, Z-4) , 

(X-3, Y-3, Z-5) , (X-3, Y-3, Z-6) , (X-3, Y-3, Z-7) , (X-3, Y-3, Z-8) , 

(X-3, Y-3, Z-9) , (X-3, Y-3, Z-10) , (X-3, Y-3, Z-ll) , 

20 (X-4, Y-2, Z-l) , (X-4, Y-2, Z-2) , (X-4, Y-2, Z-3) , (X-4, Y-2, Z-4) , 

(X-4, Y-2, Z-5) , (X-4, Y-2, Z-6) , (X-4, Y-2, Z-7) , (X-4, Y-2, Z-8) , 

(X-4, Y-2, Z-9) , (X-4, Y-2, Z-10) , (X-4, Y-2, Z-ll) , 

(X-4, Y-3, Z-l) , (X-4, Y-3, Z-2) , (X-4, Y-3, Z-3) , (X-4, Y-3, Z-4) , 

(X-4, Y-3, Z-5) , (X-4, Y-3, Z-6) , (X-4, Y-3, Z-7) , (X-4, Y-3, Z-8) , 

25 (X-4, Y-3, Z-9) , (X-4, Y-3, Z-10) , (X-4, Y-3, Z-ll) , 

(X-5, Y-2, Z-l) , (X-5, Y-2, Z-2) , (X-5, Y-2, Z-3) , (X-5, Y-2, Z-4) , 
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(X-5, Y-2, Z-5) , (X-5, Y-2, Z-6) , (X-5, Y-2, Z-7) , (X-5, Y-2, Z-8) , 

(X-5, Y-2, Z-9) , (X-5, Y-2, Z-10) , (X-5, Y-2, Z-ll) , 

(X-5, Y-3, Z-l) , (X-5, Y-3, Z-2) , (X-5, Y-3, Z-3) , (X-5. Y-3, Z-4) , 

(X-5, Y-3, Z-5) , (X-5, Y-3, Z-6) , (X-5, Y-3, Z-7) , (X-5, Y-3, Z-8) , 

5 (X-5, Y-3, Z-9) , (X-5, Y-3, Z-10) (X-5, Y-3, Z-ll) 

$|8^(DNPYY 5g5g#&*a3mN P Y Y 5 <D H-£-f 6 I- f£ 

f- s |E^li 5 y * * ^ r * * — i #J;ikfff STpi, j£a.JEE , SliJfiijg, it 

£ ^©NPYY 5g**««:*JW:N PYY1 fc* «t t>* Y 2 SSftK *f 

15 ©fcJfeJDlltflUflfciRiB LTY l SSttfc^L-CV^S. Y 
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tts^-rttroffj^T-t^i^K-^-r 5 r. t as-e* s 0 *38W{::& a terras p 

t'n!) $ig#J<fc LTfi#A**#i/;>< ^v-feyun # A** * > > ^A 

7 ^ y /usitife^- h y ?Aif, fttumt Lxitf*?. v y®^> j* 

-At L< li* 3vHrA-n-*#£tfi^5 d 5„ jR#JtL<l2?L 

flltt* Sg®te©£*raiJ<b Lta^K-rsS-g-^ ttii?itffifli Six T 1^*8**1 31!) »K 

20 *»Wt«S^^*©KIIE«IIil*fcW:«A«l*J*Ji: LT©ta:#*li, 

/^AtSPg^tS^, ii^O. 0 5- 1 0 0mg/kg/Bt*»9, 
ffJKHO. l-lOmg/kg/BOglrtTfcS. #«P tt 
S^-ftKK: J: 0 < ftfci a«. iiflf 0 . 0O5~10mg/kg/Bffe5, 
25 »$KliO. 01~lmg/kg/POffiIrtffc5. £ tl Sr l B 1 El ~& @ 
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gUTfcfclfcM&^U **MSr* fetc»U< ttW1-** 5 , r. it *> tt JM8 w « 

1 (i-7) 
$ i is 



C0 2 H 



O OEt 

o 



O /"C0 2 H 




HzN^ Na 2 C03 

fikWt-r f-U!?A (995 mg, 9.38 mmol)** 30 ml 11*4 T (1.0 

g, 8.53 mmol) t N-XAnfix- h * > 7 * A* 4 5 K(2.49g, 11.4 mmol)**0 
10 -ftmWLIZ. fcteRJSjKlcMB&an*. pH 1 £ Lfc. *f tti Lfc*S*£*«e L 
T&j!&1-5 <t Stt^a* 1.72 g &m 82%vnbtitc 0 

!H-NMR (CD 3 OD) 8 ppm: 1.59-1.77 (m, 4H), 2.34 (t, 2H, J = 6.3 Hz), 3.69 (t, 

2H. J = 6.6 Hz), 7.78-7.87 (m, 4H). 

I21g 

o ^coiH /CH2C(2 o r* u 



N- 




2. 4-t-8u-aniline, Et 3 N 

O 

C 13 H 13 N04 C23H26N203 
15 Mol. Wt.: 247.25 Mol. WL: 378.46 

m 1 m-C#k*L7tte£05(l.O g, 4.0 mmol) 5rilt"^ Dn^>5mll: 
*HIWt5A'^Dy K (0.459 ml, 5.2 mmol), DMF trace *flD*. 
*ft-C30#, ^ta-C 30#£JS£-y:/io £&*«JET®£ LfrfcK n a * 9 
*s 5ml SrflDx., 4-^f/V7^ U >(664mg, 4.4mmol), h Mf/l/J 5 y 

20 (0.564 ml, 4.4 mmol)* M z.1t e M"C 30 #Kffc £ £j£f£*7fc^fcl7 * 
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1.49 g«l* 97%-C# £>;fc,7t. 

iH-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.27-1.39 (m, 2H), 1.51-1.62 
5 (m, 2H), 1.72-1.84 (m, 4H), 2.40-2.46 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.76 (t, 
1H, J = 5.7 Hz), 7.12 (d, 2H, J = 7.8 Hz), 7.33 (s, 1H), 7.42 (d, 2H, J = 8.1 Hz), 
7.71-7.73 (m, 2H), 7.83-7.86 (m, 2H). 



10 %2 Ig"C»fcflS'S'* (1.49 g, 3.9 mmol) £ x ^;WT fV =2 —A, 30 ml fc mm $ 
•fr, t K5 IfrfO® (0.591 mg, 11.8 mmol)£fll];l 50°CT' 3 B# M K j£ £ ■£ . 
&&£®*L lmol/1 NaOH*Sr*n^RKx^/WCttm Lfc. L«S 

Lfc„ ^jg|^®i£T©*-t-5 i I«J*# 808 mg Um 

83 ft fc 6 

15 iH-NMR (CD3OD) 5 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.28-1.40 (m, 2H), 1.50- 
1.62 (m, 4H), 1.67-1.77 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.68 (t, 2H, J = 7.2 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 



20 B3 HUV&tz<t& $3(808 mg, 3.25 mmol) 4:*ftTt'^^ o a / * v 5 ml 
4 y rfu \Z >\>*t\>i£^t\,>r a ]) K (696 mg, 4.9 mmol), hUif/l' 




C23H26N2O3 
Mol. Wt.: 378.46 



C 15 H 24 N 2 0 
Mol. WL: 
248.36 



I4IS 




WO 01/37826 PCT/JP00/08197 

7^ (494 mg, 4.9 mmol) ZlXi^IZo ElS***»T 1 B*raR£ S -B\ 

$L7t 0 »«E«:«ffiT«*L«S«:^y *y^^D^- h^?7-f KJ: >9 filers 

5 !H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.27-1.40 (m, 2H). 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.69 (m, 4H), 1.77-1.86 (m, 2H), 2.38 (t, 2H, J = 7.2 Hz), 
2.56 (t, 2H, J= 7.5 Hz), 3.12-3.21 (m, 3H), 4.38 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, 
J = 8.4 Hz), 7.36-7.41 (m, 3H). 

10 nm&i2 ft*i(i-io)o** 



20 




o 

II 

s. 



CI 



HN 

HN 




MMW 1 m 3 le-Cfcfc-ft-frilfofc frx/^yj n y K(689 mg, 

4.9mmol)J3±t;h!Jxf/U7?> (494 mg, 4.9 mmol) £ AP *. 5 W fl- II H 01J 
15 1 JMIS£IS!*fc Lt g#Mt£4&£r£fiJc L7t. 

!H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 



3 fc&to ( I - 1 1 ) (D&tfL 
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CjgHwNjOjS C19H32N2O3S 

Mol. Wf: 352.54 Mo! WC: 368.54 

Uttffl 2 -C#fcte£-#)(352 mg, 1.0 mmol) 5r ?k ?n T v 7 ^ PD>?>5mli: 
*gft?£-ti\ mCPBA (259 mg, 1.5 mmol) SrJp x.fc„ £iEL 1 B#F«g£J£ $ * * £ 
tt&U 1 mol/1 NaOH. Na 2 S 2 0 5 , * Vikft L«**«E&v */ V J* 

5 "C*l£#l Life, »jaESr»JBETe*L3»aE**>!;*^^ 9 filU 

1" 5 t g 338 mg 4X33 92 bixfc. 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (t, 2H, J = 8.1 Hz), 
10 7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 

HJ60J4 (1-72) <D&f& 

m 1 is 

H * N >p, soci 2| "2"^ 

^C0 2 H MeOH HCI U^^^ 

C 7 H 13 N02 C B H 16 CIN02 
Mol. Wt.: 143.18 Mol M: 193.67 

15 mPtT 5 / Wt (->*#, h5V^#Ol^) (1.0 g, 8.53 mmol) £ > 9 /- 
t\> 7.5m]{C*gft?U *ftTf^ = /^D!l K (1.0 ml. 13.7 mmol) 

ZtiZ -S^?*^-^ 5 k B tt*i s 1.25 g 

ifc* 93%-C#fcixfc. 
20 !H-NMR (CDCI3) 5 ppm: 1.50-2.60 (m, 9H), 3.08-3.36 (m, 1H), 3.67 (s, 3H, 
COaMe of cis isomer), 3.71 (s, 3H, CChMe of trans isomer), 8.15-8.55 (m, 3H). 
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I21g 

HCI T 1 6 . mCPBA OS 

^C0 2 Me — OO k^ c02Me 

C 8 H 16 CIN0 2 C 12 H, 3 N04S 
Mol. Wt : 193.67 Mol.W: 277.38 

5 cis isomer 

1H-NMR (CDCI3) 6 ppm: 1.39 (s, 9H), 1.52-1.99 (m, 8H), 2.43-2.53 (m, 1H), 

3.42-3.55 (m, 1H), 3.69 (s, 3H), 3.85 (d, 1H, J = 9.0 Hz). 

I3II 

^W^Y"^ NaOMe ^s-Ny'N 

°*° ^CC^Me MeOH 00 

C12H23NO4S C^HwNOjS 
Mol.W: 277.38 Mol.W: 277.38 

10 m&*A'*>'T K (19.4 g, 70.0 mrnoh 's*&, V y > x &<D £ * 

9 J—f^ 30mUC^^$-frs 28% ir V V V A > f"7- r- (28.4 ml, 140.0 mmol) 
SrAO*. 22 B*|lflaffi*#Lfc. OB*vUA^#*UlmoM HCI 
&7k&T£# L*^fe» TkJfd* pH=3 i ft5£-C*D;i, a D*/Uttt 

15 ttA (^*fv-»|if^) t5i« ltt»ro7;i/*>7? K (h^^tt) 
7.75 g iR* 40% -c#f>ixfc. 
trans isomer 

JH-NMR (CD3OD) 6 ppm: 1.16-1.32 (m, 2H), 1.39 (s, 9H), 1.44-1.52 (m, 2H), 
1.98-2.09 (m, 2H), 2.14-2.29 (m, 3H), 3.18-3.37 (m, 1H), 3.63 (d, 1H, J = 9.0 Hz), 
20 3.67 (s, 3H). 
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I4it 




'C0 2 Me 



aq. NaOH 
MeOH ' 




CO2H 





JgijEf ^ ^/uoc^^/u (4.77 g, 17.2 mmol) £ > 9 / — A* 95 ml tCigfl?£-£, 1 
mol/1 NaOH (43 ml, 43.0 mmol) £7ki$f&# Lfrri 5 b M z.mffi.V-&.1&W L 
6 £:„ ££i££fl£J£T&SgL*:&. lmol/1 HC1 TfeW b . pH=3 t 

tPs V-g^oif-A-) -tit. g W^tD^/W^VSt^ 4.20g Jft* 93% -C 

iH-NMR (CDCI3) 6 ppm: 1.18-1.35 (m, 2H), 1.39 (s, 9H), 1.46-1.63 (m, 2H), 
10 2.01-2.14 (m, 2H), 2.14-2.32 (m. 3H), 3.18-3.35 (m. 1H), 3.80 (d, 1H, J = 9.6 Hz). 
H5Ig 



J\stfy& (5.86 g, 22.3 mmol) ^lfit^?OD^> 88mlJr&ft?£ 
Tk^T**-^ V A>9 o JJ K(2.34 ml, 26.7 mmol), fll&Atf) DMF £flO;i. £ 
15 ifi-C 1 l«Fffl«^ Lfc„ &&£®JETil£ U o a > ? > 115ml Sr»D^. 

T — V >-(5.05 g, 24.5 mmol). h V x.fA'T i. X(4.65 ml, 33.4 mmol)5r AO Z.tc 0 
Ilt2.5 tifmmft®. R£«fc**«:AiT„ * a n ^yPA-Cttm L/t„ *r#,® 

/Hs.fctf'^HM'fcflQx., Vrta L7t^ B a B ^48&Lfc 0 IW^IOT? K#* s 7.00 g 
20 iR* 70S-C#e>itfc. 

!H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (e, 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 

5 gmms it^m ( i - 2) o^m. 



mVc'sTx^ (461mg, 2.6mmol)£*#Tv^ o ^ tkm.it 
(500 mg, 2.5 mmol), h V x.f'jUT % >(773 mg, 7.5 mmol)S:^Dx. 30#lxJ& 
10 RJSttfcjjc, *J9 o v yt 9 ^fcflD £iti§ U WSIii&Tkifc L*8 

^*^^AT?tt«|Lfc.»ilt«r«BET«*U«aEi: LtlW*^ 100 mg 
lfc2£ 15%T-#f>nfc. 

1 H-NMR (CDC1 3 ) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz). 1.30-1.42 (m, 2H), 1.57-1.67 
(m, 2H), 2.66 (t, 2H, J = 7.8 Hz), 3.50 (brs, 1H), 6.57 (s, 1H). 6.68 (d, 2H, J = 8.7 
15 Hz), 7.26 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, J = 8.7 Hz), 7.68 (a, 1H), 7.75 (d, 2H, 
J = 8.1 Hz). 



% 1 is 




C 6 H 10 CI 2 N2 
Mol. WL: 181.06 



C17H20N2O 
Mol. Wt.: 268.35 



I2IS 






H 



H 




C20H26N2P3S 
Mofm: 374.50 



20 iH-NMR (CDC1 3 ) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d 
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6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
7.85 (s, 1H). 



5 &ffi0J6 flsfc* ( I - 3 1 ) <D$f$. 
m 1 IS 

H 2 N^^"NH 2 B0C2 ° - BocNH-^^"NH 2 

C 6 H 14 N2 C^H^NWM 
Mol. Wt.: 114.19 Mol. WT: 214.30 

HHtt^T 5 (8.37 g, 73.3 mmol) %: 3~ *c "V"y 30ml \Z.$lffl U> B0C2O 

10 £S*Lfco nt&.KfcZt!aZ.t o d sJwUAffiffl Lit, ^T7K?5fe U&TKfiSSfe^ 

A-e^jS Lfc. &&£fl£IIT®£-r£ £££it<h UTBWfei 3 1.8 g MZ ^ 

92% (B0C2O mmy-c'&btitz. 

iH-NMR (CDCI3) 6 ppm: 1.07-1.26 (m, 6H), 1.44 (s, 9H), 1.84-2.00 (m, 4H), 
2.58-2.67 (m, 1H), 3.37 (brs, 1H), 4.43 (brs, 1H). 
15 g2Ig 

Ci^S-ffK-. BocNH 



BocNH-C >"NH 2 " NA XX^ 

Mol^.^4 2 30 Mol?^Jv?: r 3^4 3 52 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.26-1.42 (m, 6H), 1.45 (e, 
9H), 1.54-1.68 (m, 2H). 1.99-2.12 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.43 (brs, 1H), 
20 3.90-4.00 (m, 1H), 4.48 (d, III, J = 5.7 Hz), 5.95 (d, 1H, J = 8.4 Hz), 7.21 (d, 2H, 
J = 8.4 Hz), 7.65 (d, 2H, J = 8.4 Hz). 
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£13 1*1 



BocNH 




B&Bocfc (2.08 g, 5.55 mmol) SrTk&TKS?^^ 20 ml Kljgft? 4mol/l 
HCl/AcOEt 20 ml £ AO**:. 1 BfrHJRjfc S &ja&£&£;E@* Lfc. 2&ig 

5 i LTHtt** 5 1.7g JR*98%-C»&*lfc. 

!H-NMR (CD 3 OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.29-1.41 (m, 2H), 1.50- 
1.66 (m, 6H), 2.02-2.18 (m, 4H), 2.66 (t, 2H, J = 7.8 Hz), 3.13 (brs, 1H), 3.82-3.94 
(m, 1H), 7.26 (d, 2H, J = 8.7 Hz), 7.72 (d, 2H, J = 8.4Hz). 
I4IS 

>L s .a h 

C17H27CIN2O C 21 H34N20 2 S 
10 Mol. WL 310.86 Mol. Wt: 378.57 

nnw ii4iitni«iati«)»srft e 

1 H-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.1 1 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
15 = 8.4 Hz). 

mmm7 < i - 3 2) 
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H H 

4-s; n y^i o mcpBA . 4-.s; N, Ti ? 

H "UA^-^ H 
C21H34N2O2S C 21 H34NP3S 
Mol. Wl.: 378.57 Mol. Wl.: 394.57 

1 H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
5 3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7. 13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
Hz). 

nfcW8 It&VO (1-5) <D&tfL 

m 1 IS 

1.(COCI) 2 , DMF 
0 2 N^S /CH2CI2 OzN^S O 

C5H3NO4S CjsHieNoOjS 
Mol. M: 1 73. 1 5 Mol. Wt.: 304.37 

iH-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.30-1.42 (m, 2H), 1.50-1.65 
(m, 2H), 2.61 (t, 2H, J = 7.8 Hz), 7.20 (d, 2H, J = 7.2 Hz), 7.48-7.51 (m, 3H), 7.72 
(8, 1H), 7.88-7.90 (m, 1H). 



15 



I2li 



OzN^S P c „ HjN S O 

— - Tj-L-r 




C15H16N2O3S C 15 H 18 N20S 

Mol. Wt : 304.37 Mol. m: 274.38 

JOSC afsj- =. h n ft (593 mg, 1.95 mmolK * X (358 mg, 3.0 mmol)II 6 mol/1 HCI 30 

ml> THF6 ml £2)0*. 50^C, 3 B* IWCRJS S »»$8ttE4:B* t 10% NaOH 
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lW*i 5 110mg«t*21%t?»P>4xfc. 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.26-1.39 (m, 2H), 1.49-1.59 
(m, 2H), 2.50 (t, 2H, J = 7.8 Hz), 4.37 (s, 1H), 6.65 (d, 2H, J = 8.4 Hz), 6.97 (d, 2H, 
5 J = 8.4 Hz), 7.14 (d, 1H, J = 8.4 Hz), 7.43 (d, 1H, J = 8.7 Hz). 
fg3I& 

C 15 H 18 N 2 OS C 18 H 2 4N20 3 S2 
Mol. Wl: 274.38 Mo1 - Wl: 380.53 

njg^j if4iiti^ii: it i w%^^yt„ 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
10. 6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 



m»m 9 ( 1 - 4) <d&& 
nig 

CI 

W H 
H 2 N^O / o'*"0 v N O p 

C 6 H 7 N03 C 9 H 13 N0 5 S 
Mol. Wt: 141.12 Mol. Wl: 247.27 

mmm 1 14 igt fsjsiic it i ft^srit*:. 

!H-NMR (CDCI3) 6 ppm: 1.44 (d, 6H, J = 6.9 Hz), 3.33-3.43 (m, 1H), 3.88 (s, 

9H), 6.24-6.26 (m, 1H), 7.11-7.14 (m, 2H). 

1211 
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» " - o 



OH 



Vs N T o w 0 Na0H r Vs N T°v< 0 

CoH^NOkS CeH^NOsS 
Mot WC: 247.27 Mol. Wt.: 233.24 

iH-NMR (CDC1 3 ) 8 ppm: 1.44 (d, 6H, J = 6.3 Hz), 3.33-3.45 (m, 1H), 6.25-6.28 
(m, 1H), 7.27-7.28 (m, 1H). 7.51 (s, 1H). 
5 |3IS 

1.(COCI)2.DMF 
x O ^H 2 CI 2 . B o o 

Hol^on 2 . aniline " >fo1>2 NH Q^ 

CsHnNOgS C J8 H, 4 N,0 4 S 
Mol Wt.: 233.24 Mol. Wt.: 364.46 

!H-NMR (CD3OD) 6 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
10 6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H). 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 



1 0 fls£<&9 (1-28) <D&J$L 
ft 1 IS 

0 

C6H 14 CINO C 14 H 15 N03 
MoLviA : 151.63 Mol. Wt.: 245.27 

15 tkmmiWiiT.n.bmmc^xntomzmtLo 

!H-NMR (CDCI3) 6 ppm: 1.37-1.52 (m, 3H), 1.74-1.79 (m, 2H), 2.07-2.13 (m, 
2H), 2.28-2.42 (m, 2H), 3.72-3.81 (m, 1H), 4.09-4.20 (m, 1H), 7.68-7.73 (m, 2H), 
7.81-7.85 (m, 2H). 
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2 II 




OCN-^ ^ o 



HN- 



4.^f^7i-/W V "yT-f— K2.85 g, 16.3 mmol)£ THF30 ml fc&ft? U 
JS»T^=»— /H*: (1.0 g, 4.08 mmol).f* h y rf ?-)\>f- > K(972 mg, 1.63 

5 mmoVZfla Lfc, © * LtK £ At *. * n a jJwWAfc&tti Lfc 0 

^/l^ n-^h^7 7^tc:«l:9 ttSLfc. @W«i 5 332 mgifc^ 19%-C^ P>ftfc„ 
!H-NMR (CDC1 3 ) 5 ppm:0.92(t, 3H, J = 6.9 Hz), 1.30-1.40 (m, 2H), 1.48-1.62 
(m, 4H), 1.79-1.83 (m, 2H), 2.21-2.25 (m, 2H), 2.37-2.50 (m, 2H), 2.57 (t, 2H, J = 
10 7.8 Hz), 4.11-4.22 (m, 1H), 4.77-4.87 (m, 1H), 6.49 (s, 1H). 7.11 (d, 2H, J = 8.7 
Hz), 7.28 (d, 2H, J = 8.7 Hz), 7.69-7.73 (m, 2H), 7.80-7.84 (m, 2H). 
I31g 

o 




^ HN 



C25H28N2O4 C 17 H 26 N 2 02 
Mol. VUl.: 420.50 Mol. Wl.: 290.40 



Et 3 N 



C 21 H34N 2 03S 

Mol. WL: 394.57 

15 J H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 

46 



WO 01/37826 



PCT/JPOO/08197 



(d, 2H, J = 8.1Hz). 

mmm 1 1 it^m ( i - 2 9 ) <d$i& 

H H 
+ S '"X)„ 0 f _ mCPBA . "^XXk 0 _ 

C21H34N2O3S C^H^NjC^S 
MoT.W: 394.57 MoT. WC: 41 0.57 

!H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (e, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 

10 

mnm 1 2 iti?® ( 1 - 1 14) <o%& 

^3b €u — ' 00 S 

■mmm 1 t\s)m\cLx£i$.vimt&®j (i-no) aoomg) <d h^^^u.i 

ml) gltn-yylt gg [2, 4-bis(4-methoxyphenyl)-l, 3-dithia-2. 4- 
15 diphosphetane-2, 4-disulfide] (132mg) £ 1)Q X. . 80°C X 3 B$f?fllg# L it „ Kfc Wi 
&Z<D L.M£ V U V )\> U =7 K >? a -7 V ? 7 7 4 m®.^?*: 

n _^.^^^= ! : 1) KTlHtffiU (82. 3 mg. 79%)£#7t e 31 t 

(50.5 mg, 48%)#7to 

20 

1 3 ft-S-* (1-12 0) <D$f& 
% 1 IS 
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10 



>^ S .CI ■ H 

H2 V^ 6 nrVi 



^ N C0 2 Et O ^ N C0 2 Et 

4 -7 5 / - 1 -f^ ^ U — h (300 mg)<h h y if^7 5 

>(258 mg)$:${fc^f t'^ 5 ml UlfctfU t-^^^7-f^^ny K(222 
mg)©«fl;>f-^^**S2mlSrJP*., M"C 4 B*Pfl£# L7t 0 fiilt & * f?l # U £ 

J; t) *S8!i&*3r.&V^ 378 mg O A-tr?*-** A» 7 -f = ;UT § y -1-i h * 

*'-A<tv y i?>*%tLo 

S2Ig 

>J H PhO^Ny^ >4 H 

^VVS Ba(OH) 2 O KA > ^S N Y^] H 

6 ^W t ^ 6 k.N^ 



378 mg O 4-t-^f^^^7 -f — ^7 5 / -1-x h # # A- /U fc"^ y i/Vfc 
2./n/;-;U6ml £ * 5 ml (ClBffl $ **HflS^ y ?A*fO#>£ 1.77gA0x.l 
4f$P.flAQ&>IijftT[-fl&#L£: 0 ^ * y -/u-C*« L*«fcfcl»#«ffiTir**l«: 
S*L > 4-t-7 , f;M;i'7^ -/UT S J y i/>£*#7t 0 fif&-f 5 r. i ft < THF 
15 5 ml L N-7i / * /U.4-^fyV-7 - y ^ 984 mg t v^-Y V 7*o 

f/nf;U7 $ ^ 236 mg ^JDiIi&t-«itt Lfc„ SStSg*^* y "7 A;K®« 

^ftCk 9*gS!i£*3C/.£V^ 291 mg©4-t-7'f/M^7^-;U7 5 / t*-? y v/^- 

1H-NMR (CDC1 3 ) 6 ppm:0.89(t, 3H, J = 7.3Hz), 1.19(s, 9H), 1.25-1.38(m, 4H), 
1.40-1.60(m, 4H), 1.89-2.03(m. 3H), 2.52(t, 2H, J = 7.7Hz), 2.89-3.04(m, 2H), 
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3.14(d, 1H, J = 5.2 Hz), 3.37(m, 1H), 3.96(m, 2H), 6.67(s, 1H), 7.05(d, 2H, J = 
8.5Hz), 7.22(d, 2H, J = 8.5Hz). 
13 Ig 



5 291mg<D4 -t-?'?Vl'.XA'7 4 ->\»T % J fc'^ V 'J A'** ^ $(4-:/^ 7 

i = /U)T ^ K£> * / — 2 ml tmt* f" I'V 2 ml K&fl? L 80%-MMPP 
(magnesium monoperoxyphthalate hexahydr ate) 670 mg £r AD ;t 1[ ffiL t* 2 8$ fHU& 

10 h^77^ fcj: «jMK?r*3r fcW 130 mg ©4-t-/f /^;U*z/P7 5 / b'^ 

y-;i'.i-A^*'yR(4-^7j=/i')7n* (1-120) 
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I - 2 

iH-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
5 7.85 (s, 1H). 
I - 3 

!H-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.30-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.57 (quint, 2H, J = 7.5 Hz), 1.96 (quint, 2H, J = 6.6 Hz), 2.49 
(t, 2H, J = 6.6 Hz), 2.57 (t, 2H, J = 7.8 Hz), 3.16-3.26 (m, 3H), 4.62 (brs, 1H), 
10 7.12 (d, 2H, J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.64 (s, 1H). 
I - 4 

J H-NMR (CD3OD) 5 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 
15 1-5 

iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 
I - 6 

20 1 H-NMR (CDCI3) 8 ppm: 0,91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.55 (quint, 2H, J = 7.5 Hz), 2.55 (t, 2H, J = 5.1 Hz), 3.18-3.27 
(m, 1H), 3.92 (d, 2H, J = 6.0 Hz), 5.51 (t, 1H, J = 5.7 Hz), 7.10 (d, 2H, J = 8.4 Hz), 
7.39 (d, 2H, J = 8.4 Hz), 8.23 (s, 1H). . . 
I - 7 

25 !H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.28-1.38 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.51-1.67 (m, 4H), 1.78-1.88 (m, 2H), 2.39 (t, 2H, J = 7.2 Hz), 
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2.57 (t, 2H, J = 7.5 Hz), 3.12-3.22 (m, 3H), 4.30-4.37 (m, 1H), 7.12 (d, 2H, J = 8.4 
Hz), 7.36-7.42 (m, 3H). 
I - 8 

!H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.21-1.47 (m, 4H), 1.36 (d, 
5 6H, J = 6.6 Hz), 1.51-1.63 (m, 4H), 1.67-1.77 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.55 (t, 2H, J = 7.8 Hz), 3.08-3.17 (m, 3H), 4.71 (t, 1H, J = 6.0 Hz), 7.09 (d, 2H, 
J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.74 (s, 1H). 
I - 9 

1 H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.29-1.39 (m, 2H), 1.35 (d, 
10 6H, J = 6.9 Hz), 1.50-1.60 (m, 2H), 2.54 (t, 2H, J = 7.8 Hz), 2.64 (t, 2H, J = 5.7 
Hz), 3.14-3.23 (m, 1H), 3.41-3.47 (m, 2H), 5.29 (t, 1H, J = 6.3 Hz), 7.10 (d, 2H, J 
= 8.4 Hz), 7.39 (d, 2H, J = 8.4 Hz), 7.91 (s, 1H). 
I - 1 0 

!H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
15 2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 
I — 1 1 

mp : 128-129 "C 

20 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 
7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 
1-12 

25 1H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.37 (m, 2H), 1.47-1.68 
(m, 6H), 2.23 (t, 2H, J = 7.2 Hz), 2.56 (t, 2H, J = 7.5 Hz), 2.90-2.97 (m, 2H), 5.10 
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(brs, 1H), 7.11 (d, 2H, J = 8.4 Hz), 7.36 (d, 2H, J = 8.1 Hz), 7.50-7.68 (m, 3H), 
7.93 (d, 1H, J = 8.1Hz), 8.06 (d, 1H, J = 8.4 Hz), 8.24 (d, 1H, J = 7.5 Hz), 8.66 (d, 
1H, J = 8.7 Hz). 
1-13 

5 !H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.40 (m, 2H), 1.45-1.73 
(m, 6H), 2.23 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 2.88 (e, 6H), 2.88-2.95 
(m, 2H), 5.04 (brs, 1H), 7.10 (d, 2H, J = 8.1 Hz), 7.17 (d, 1H, J = 7.2 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 7.48-7.54 (m, 2H), 8.23 (d, 1H, J = 7.2 Hz), 8.30 (d, 1H, J = 8.7 
Hz), 8.53 (d, 1H, J = 8.4 Hz). 
10 1-14 

iH-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.43 (m, 6H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.62 (m, 4H), 1.67-1.78 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.56 (t, 2H, J = 7.8 Hz), 3.09-3.20 (m, 3H), 4.34 (brs, 1H), 7.10 (d, 2H, J = 8.4 Hz), 
7.41-7.44 (m, 3H). 
15 1-15 

iH-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23 (s, 9H), 1.27-1.80 (m, 
12H), 2.30-2.38 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.15 (brs, 2H), 7.11 (d, 2H, J = 
7.8 Hz), 7.43 (d, 2H, J = 7.8 Hz), 7.59 (s, 1H). 
1-16 

20 !H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.44 (m, 6H), 1.39 (s, 
9H), 1.51-1.61 (m, 4H), 1.68-1.78 (m, 2H), 2.35 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 8.1 Hz), 3.15-3.21 (m, 2H), 4.14-4.23 (m, 1H), 7.11 (d, 2H, J = 7.8 Hz), 7.36- 
7.44 (m, 3H). 
1-19 

25 iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.30-1.40 (m, 
2H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.08-3.33 (m, 3H), 3.42-3.50 (m, 
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2H), 6.39 (s, 1H), 7.22 (d, 2H, J = 8.4 Hz), 7.69 (d, 2H, J = 8.1 Hz). 
1-20 

iH-NMR (CDC1 3 ) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.31-1.39 (m, 2H), 1.39 (s, 
9H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.24 (quart, 2H, J = 6.6 Hz), 3.48 
5 (quart, 2H, J = 6.6 Hz), 4.21 (t, 1H, J = 6.3 Hz), 6.29 (s, 1H), 7.22 (d, 2H, J = 7.8 
Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-21 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23 (s, 9H), 1.30-1.42 (m, 
2H), 1.50-2.02 (m, 10H), 2.30-2.42 (m, 1H), 2.57 (t, 2H, J = 8.1 Hz), 3.10 (brs, 
10 1H), 3.57 (bre, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 7.8 Hz). 
1-22 
mp : 78-79 °C 

!H-NMR (CD CI 3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.50-1.65 (m, 4H), 1.70-1.98 (m, 8H), 2.30-2.40 (m, 1H), 2.57 (t, 2H, J = 7.5 
15 Hz), 3.58-3.70 (m, 1H), 4.16 (d, 1H, J = 9.3 Hz), 7.11-7.15 (m, 3H), 7.40 (d, 2H, 
J = 8.1 Hz). 
1-23 

*H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.21-1.41 (m, 
4H), 1.51-1.64 (m, 4H), 1.86-2.01 (m, 4H), 2.12-2.25 (m, 1H), 2.56 (t, 2H, J = 7.5 
20 Hz), 2.87-2.96 (m, 1H), 3.00-3.12 (m, 1H), 3.23-3.34 (m, 1H), 3.67-3.75 (m, 1H), 
7.11 (d, 2H, J = 8.1 Hz), 7.40 (d, 2H, J = 8.4 Hz). 
1-24 

!H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.25-1.37 (m, 2H), 1.40 (s, 
9H), 1.48-1.65 (m, 6H), 1.90 (d, 2H, J = 11.7 Hz), 2.02 (d, 2H, J = 11.7 Hz), 
25 2.12-2.24 (m, 1H), 2.56 (t, 2H, J = 7.5 Hz), 3.04 (t, 2H, J = 6.3 Hz), 4.31 (t, 1H, 
J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
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1-25 

mp : 232-233 °C 

!H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23-1.40 (m, 4H), 1.40 (s, 
9H), 1.51-1.76 (m, 4H), 2.01-2.26 (m, 5H), 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.38 (m, 
5 1H), 3.79 (d, 1H, J = 9.3 Hz), 7.11 (d, 2H, J = 8.7 Hz), 7.17 (s, 1H), 7.40 (d, 2H, 
J = 8.4 Hz). 
1-26 

!H-NMR (CDC1 3 ) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.22 (s, 9H), 1.28-1.40 (m, 
2H), 1.52-1.62 (m, 2H), 1.85-1.96 (m, 1H), 2.00-2.14 (m, 1H), 2.38-2.53 (m, 2H), 
10 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.37 (m, 3H), 7.11 (d, 2H, J = 8.4 Hz), 7.45 (d, 2H, 
J = 8.4 Hz). 8.19 (6, 1H). 
1-27 

1 H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.52-1.61 (m, 2H), 1.95 (quint, 2H, J = 6.3 Hz), 2.50 (t, 2H, J = 6.9 Hz), 2.56 
15 (t, 2H, J = 7.8 Hz), 3.31 (quart, 2H, J = 6.0 Hz), 4.30-4.36 (m, 1H), 7.12 (d, 2H, 
J = 8.4 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.65 (s, 1H). 
1-28 

!H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
20 3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
(d, 2H, J = 8.1Hz). 
1-29 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
25 1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 
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1-30 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.26-1.39 (m, 2H), 1.51-1.64 
(m, 4H), 1.72-1.81 (m, 2H), 2.34 (t, 2H, J = 6.9 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.95-3.01 (m, 2H), 4.84 (t, 1H, J = 5.7 Hz), 6.99-7.12 (m, 6H), 7.19-7.24 (m, 1H), 
5 7.30 (s, 1H), 7.38-7.43 (m, 4H), 7.79 (d, 2H, J = 8.7 Hz). 
1-31 

!H-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
10 = 8.4 Hz). 
1-32 

!H-NMR (CDCI3) S ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J= 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7. 13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8. 1 
15 Hz). 

1-33 

!H-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.32 (s, 
9H), 1.57-1.66 (m, 2H), 2.67 (t, 2H, J = 7.8 Hz), 5.61 (s, 1H), 6.93 (d, 2H, J = 8.7 
Hz), 7.25 (d, 2H, J = 8.4 Hz), 7.49 (d, 2H, J = 9.0 Hz), 7.80 (d, 2H, J = 8.1 Hz), 
20 8.22 (s, 1H). 
1-34 

1 H-NMR.(CD 3 OD) 6 ppm: 0.95 (t, 3H, J = 7.5 Hz), 1.35 (s, 9H), 1.35-1.44 (m, 
2H), 1.57-1.69 (m, 2H), 2.69 (t, 2H, J = 7.5 Hz), 7.28-7.33 (m, 4H), 7.56 (d, 2H, 
J = 9.0 Hz), 7.83 (d, 2H, J = 8.4 Hz). 
25 1-36 

!H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.31-1.70 (m, 11H), 1.39 (s, 
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9H), 1.75-1.85 (m, 1H), 2.65 (t, 2H, J = 8.1 Hz), 3.13 (t, 2H, J = 6.6 Hz), 3.40 (t, 
2H, J = 7.2 Hz), 4.10 (t, 1H, J = 5.7 Hz), 6.21 (t, 1H, J = 5.7 Hz), 7.23 (d, 2H, J 
= 8.1 Hz), 7.67 (d, 2H, J = 8.4 Hz). 
1-37 

5 *H-NMR (CDC1 3 ) 6 ppm: 0.92 (t, 3H, J =7.5 Hz), 0.95-1.10 (m, 2H), 1.31-1.40 
(m, 2H), 1.39 (s, 9H), 1.55-1.63 (m, 4H), 1.80-1.92 (m, 4H), 2.65 (t, 2H, J = 7.8 
Hz), 3.03 (t, 2H, J = 6.6 Hz), 3.31 (t, 2H, J = 6.6 Hz), 4.06 (t, 1H, J = 6.0 Hz), 6.22 
(t, 1H, J = 6.0 Hz), 7.23 (d, 2H, J = 8.4 Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-39 

10 1H-NMR (CDCI3) 6 ppm: 1.13 (t, 3H, J = 7.2 Hz), 1.39 (s, 9H), 1.69-1.97 (m, 
8H), 2.27-2.38 (m, 1H), 3.29-3.35 (m, 4H), 3.60-3.70 (m, 1H), 4.52 (d, 1H, J = 9.3 
Hz), 6.64 (d, 2H, J = 8.4 Hz), 7.22 (a, 1H), 7.31 (d, 2H, J = 9.0 Hz). 
1-40 

!H-NMR (CDCI3) 5 ppm: 1.38 (e, 9H), 1.68-1.96 (m, 8H), 2.30-2.40 (m, 1H), 
15 3.11 (t, 4H, J = 4.8 Hz), 3.60-3.72 (m, 1H), 3.86 (t, 4H, J = 4.8 Hz), 4.51 (brs, 1H), 
6.89 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
1-41 

mp : >278 t (dec.) 

iH-NMR (CDCI3) 8 ppm: 1.18-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.75 (m, 2H), 
20 2.01-2.27 (m, 5H), 3.10-3.13 (m, 4H), 3.22-3.38 (m, 1H), 3.72 (d, 1H; J = 9.3 Hz), 
3.85-3.88 (m, 4H), 6.87 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
1-42 

*H-NMR (CDCI3) 8 ppm: 1.40 (s, 9H), 1.61-1.97 (m, 8H), 2.16 (s, 3H), 2.33- 
2.43 (m, 1H), 3.60-3.70 (m, 1H), 4.66 (brs, 1H), 7.12 (d, 1H, J-= 8.7 Hz), 7.46- 
25 7.50 (m, 1H), 7.62 (s, H), 7.75-7.78 (m, 1H), 7.86-7.91 (m, 2H). 
1-43 
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!H-NMR (CDCI3) 8 ppm: 1.40 (s, 9H), 1.62-2.00 (m, 8H), 1.87 (s, 3H), 2.36- 
2.47 (m, 1H), 3.24 (s, 3H), 3.64-3.74 (m, 1H), 4.87 (brs, 1H), 7.13 (d, 2H, J = 9.0 
Hz), 7.64 (d, 2H, J = 8.4 Hz), 7.81 (s, H). 
1-44 
5 mp : 235-236 t 

iH-NMR (CDCI3) 8 ppm: 1.13 (t, 6H, J = 6.9 Hz), 1.18-1.33 (m, 2H), 1.40 (s, 
9H), 1.60-1.77 (m, 2H), 2.00-2.26 (m, 5H), 3.28-3.35 (m, 4H), 3.73 (d, 1H, J = 9.3 
Hz), 6.60-6.70 (m, 2H), 7.03 (brs, 1H), 7.31 (d, 2H, J = 7.8 Hz). 
1-45 

10 mp : >268 *C (dec.) 

!H-NMR (CDCI3) 8 ppm: 1.20-1.34 (m, 2H), 1.40 (s, 9H), 1.56-1.76 (m, 8H), 
2.00-2.26 (m, 5H), 3.06-3.14 (m, 4H), 3.24-3.36 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
6.90 (d, 2H, J = 8.7 Hz), 7.09 (s, 1H), 7.36 (d, 2H, J = 8.7 Hz). 
1-46 

15 mp : >272 °C (dec.) 

!H-NMR (DMSO-ds) 8 ppm: 1.28 (s, 9H), 1.31-1.59 (m, 7H), 1.87-2.00 (m, 4H), 
2.23-2.34 (m, 1H), 3.00-3.16 (m, 1H), 4.35-4.45 (m, 2H), 6.81 (d, 1H, J = 9.0 Hz), 
7.16 (t, 1H, J = 7.2 Hz), 7.43 (t, 1H, J = 8.4 Hz), 7.52-7.58 (m, 3H), 8.04 (d, 1H, 
J = 7.8 Hz), 8.43 (s, 1H). 

20 1-47 

!H-NMR (CDCI3) 8 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
1.98,2.32 (m, 5H), 3.31-3.40 (m, 1H), 3.62 (d, 1H, J = 9.0 Hz), 7.08 (s, 1H), 7.29 
(d, 2H, J = 9.0 Hz), 7.61 (d, 2H, J = 9.0 Hz). 
1-48 

25 !H-NMR (CDCI3) 8 ppm: 1.22-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 10.2 Hz), 7.01 (t, 2H, J = 
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8.7 Hz), 7.09 (s, 1H), 7.42-7.50 (m, 2H). 
1-49 

mp : 270 °C (dec.) 

1 H-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.61-1.77 (m, 2H), 
5 1.95-2.30 (m, 9H), 3.17-3.38 (m, 5H), 3.67 (d, 1H, J = 9.3 Hz), 6.50 (d, 2H, J = 9.0 
Hz), 6.97 (8, 1H), 7.30 (d, 2H, J = 9.0 Hz). 
1-50 

mp : 252-253 t 

iH-NMR (CDC1 3 ) 6 ppm: 1.21-1.37 (m, 2H), 1.40 (s, 9H), 1.62-1.78 (m, 2H), 
10 1.98-2.32 (m, 5H), 3.26-3.40 (m, 1H), 3.68 (d, 1H, J = 9.6 Hz), 6.94-7.02 (m, 4H), 

7.08 (t, 1H, J = 7.5 Hz), 7.13 (s, 1H), 7.31 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 
Hz). 

1-51 

mp : 278-279 °C 

15 !H-NMR (CD CI 3) 5 ppm: 1.02 (d, 6H, J = 6.9 Hz), 1.35 (s, 9H), 1.39-1.71 (m, 
6H), 1.90-2.09 (m, 2H), 3.16-3.30 (m, 1H), 3.46 (d, 1H, J = 9.0 Hz), 4.92-5.01 (m, 
1H), 6.91-6.95 (m, 2H), 7.00-7:07 (m, 3H), 7.13-7.16 (m, 2H), 7.30-7.36 (m, 2H). 
1-52 

mp : 276-277 °C 

20 !H-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.30 (m, 5H), 2.36 (s, 3H), 2.58 (t, 4H, J = 4.5 Hz), 3. 17 (t, 4H, J = 4.5 Hz), 
3.21-3.40 (m, 1H), 3.64 (d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.01 (s, 1H), 
7.37 (d, 2H, J = 9.0 Hz). 
1-53 

25 mp : >300 °C 

1 H-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.73-1.88 (m, 2H), 
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1.89-2.01 (m, 2H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 3.15-3.31 (m, 8H), 
6.76-6.84 (m, 2H), 6.93 (d, 2H, J = 9.0 Hz), 6.99 (d, 2H, J = 8.1 Hz), 7.24 (d, 2H, 
J = 8.1 Hz), 7.46 (d, 2H, J = 9.0 Hz), 9.60 (s, 1H). 
1-54 
5 mp : >215 °C (dec.) 

!H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-2.00 (m, 18H), 2.14-2.26 (m, 1H), 
2.53-2.84 (m, 4H), 2.86-3.30 (m, 2H), 3.46-3.54 (m, 1H), 3.62-3.74 (m, 2H), 6.78 
(d, 1H, J = 8.7 Hz), 6.87 (d, 2H, J = 7.8 Hz), 7.42 (d, 2H, J = 8.7 Hz), 9.58 (s, 1H). 
1-55 

10 mp : >290 °C (dec.) 

!H-NMR (CDC1 3 ) 5 ppm: 1.23-1.40 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.02-2.27 (m, 5H), 3.20 (t, 4H, J = 5.4 Hz), 3.21-3.32 (m, 1H), 3.67 (d, 1H, J = 9.3 
Hz), 3.98 (t, 4H, J = 4.8 Hz), 6.52 (t, 1H, J = 4.8 Hz), 6.93 (d, 2H, J = 8.4 Hz), 
7.06 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz), 8.33 (d, 2H, J = 4.8 Hz). 

15 1-56 

mp : >232 °C (dec.) 

" iH-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (mj 4H), 1.80-1.99 (m, 4H), 
2.14-2.25 (m, 1H), 3.04-3.24 (m, 8H), 3.68 (s, 3H), 3.76 (s, 3H), 6.44-6.47 (m, 1H), 
6.66 (s, 1H), 6.76-6.84 (m, 2H), 6.92 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.4 Hz), 
20 9.61 (s, 1H). 
1-57 

mp : 284-285 °C (dec.) 

!H-NMR (CDCI3) 5 ppm: 1.27 (t, 3H, J = 7.2 Hz), 1.40 (s, 9H), 1.61-2.24 (m, 
9H), 2.35-2.49 (m, 1H), 2.76 (t, 2H, J = 10.2 Hz), 3.04-3.15 (m, 2H), 3.20-3.36 (m, 
25 1H), 3.55-3.59 (m, 2H), 3.87 (d, 1H, J = 9.6 Hz), 4.12-4.19 (m, 2H), 6.90 (d, 2H, 
J = 8.7 Hz), 2.79 (s, 1H), 7.40 (d, 2H, J = 8.7 Hz). 
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1-58 

mp : >299 t (dec.) 

*H-NMR (CDCI3) 6 ppm: 1.26-1.33 (m, 2H), 1.40 (s, 9H), 1.56-2.42 (m, 19H), 
2.73-2.81 (m, 4H), 3.16-3.26 (m, 4H), 3.64 (d, 1H, J = 9.6 Hz), 6.87 (d, 2H, J = 8.7 
5 Hz), 7.04 (b, 1H), 7.37 (d, 2H, J = 9.0 Hz). 
1-59 

mp : >270 t (dec.) 

!H-NMR (CDCI3) 5 ppm: 1.26-1.47 (m, 2H), 1.47 (s, 9H), 1.60-1.80 (m, 4H), 

2.01- 2.32 (m, 5H), 3.28-3.40 (m, 3H), 3.62-3.74 (m, 3H), 5.74-5.96 (m, 2H), 6.92 
10 (d, 2H, J = 8.7 Hz), 7.13 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 

1-60 

mp : 247-250 t (dec.) 

!H-NMR (CDC1 3 ) 6 ppm: 1.20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.33 (m, 5H), 2.93-3.03 (m, 2H), 3.22-3.40 (m, 1H), 3.52 (t, 2H, J = 6.0 Hz), 
15 3.62 (d, 1H, J = 8.4 Hz), 4.36 (s, 2H), 6.93 (d, 2H, J = 8.7 Hz), 7.00 (s, 1H), 
7.11-7.22 (m, 4H),7.39 (d, 2H, J = 8.7 Hz). 
1-61 

mp : 280-281 Xl 

iH-NMR (CDCI3) 6 ppm: 1.21-1.38 (m, 2H), 1.41 (s, 9H), 1.64-1.80 (m, 2H), 
20 2.02-2.33 (m, 5H), 3.24-3.40 (m, 1H), 3.61 (d, 1H, J = 9.0 Hz), 6.33 (t, 2H, J = 2. 1 
Hz), 7.04 (t, 2H, J = 2.1 Hz), 7.14 (s, 1H), 7.34 (d, 2H, J = 9.0 Hz), 7.56 (d, 2H, 
J = 9.0 Hz). 
1-62 

mp : 260-262 °C 

25 J H-NMR (CDCI3) 5 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 9H), 1.64-1.82 (m, 2H), 

2.02- 2.35 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 9.6 Hz), 7.31 (d, 2H, J = 9.0 
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Hz), 7.51 (s, 1H), 7.69 (d, 2H, J = 9.0 Hz). 
1-63 
mp : 248 t 

!H-NMR (CDCl 3 ) 5 ppm: 1.20-1.38 (m, 2H), 1.40 (s, 9H), 1.61-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.22-3.45 (m, 1H), 3.64 (d, 1H, J = 9.3 Hz), 7.11 (s, 1H), 
7.37-7.46 (m, 4H). 
1-64 

mp : 272-275 t (dec.) 

*H-NMR (DMSO-de) 6 ppm: 1.20-1.63 (m, 4H), 1.27 (s, 9H), 1.75-1.88 (m, 2H), 
10 1.88-2.00 (m, 2H), 2.11-2.24 (m, 1H), 2.96-3.12 (m, 1H), 6.96 (s, 2H), 6.77 (d, 1H, 
J = 8.7 Hz), 6.82 (d, 1H, J = 8.4 Hz), 6.95 (dd, 1H, J = 1.8, 8.4 Hz), 7.29 (d, 1H, 
J = 1.8 Hz), 9.70 (s, 1H). 
1-65 

mp : 293-296 t (dec.) 
15 *H-NMR (DMSO-de) 6 ppm: 1.20-1.70 (m, 10H), 1.27 (s, 9H), 1.79-2.038 (m, 
4H), 2.18-2.33 (m, 1H), 2.98-3.30 (m, 5H), 6.79 (d, 1H, J = 9.0 Hz), 6.97 (d, 2H, 
J = 8.1 Hz), 7.43-7.57 (m, 4H), 7.62 (d, 2H, J = 8.1 Hz), 9.82 (s, 1H). 
1-66 
mp : >300 t 

20 iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.53 (m, 4H), 1.86-1.99 (m, 4H), 
2.22-2.34 (m, 1H), 2.39 (e, 3H), 3.00-3.14 (m, 1H), 6.25 (s, 1H), 6.79 (d, 1H, J = 
9.0 Hz), 7.47-7.50 (m, 1H), 7.69-7.76 (m, 1H), 10.27 (s, 1H). 
1-67 

mp : 248-249 °C 

25 !H-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.02 (s, 3H), 2.17-2.32 (m, 1H), 2.96-3.13 (m, 1H), 6.78 (d, 1H, 
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J = 8.7 Hz), 7.12-7.30 (m, 3H), 7.89 (s, 1H), 9.79 (s, 1H), 9.88 (s, 1H). 
1-68 
mp : >300 °C 

iH-NMR (DMSO-de) 5 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.89 (m, 2H), 
5 1.89-2.03 (m, 2H), 2.00 (s, 3H), 2.14-2.28 (m, 1H), 2.95-3.13 (m, 1H), 6.78 (d, 1H, 
J = 8.7 Hz), 7.40-7.54 (m, 4H), 9.72 (s, 1H), 9.83 (s, 1H). 
1-69 

mp : 199-201 °C 

iH-NMR (DMSO-de) 8 ppm: 1.21-1.53 (m, 4H), 1.27 (s, 9H), 1.76-1.89 (m, 2H), 
10 1.89-2.02 (m, 2H), 2.13-2.30 (m, 1H), 2.85 (s, 6H), 2.94-3.14 (m, 1H), 6.40 (dd, 
1H, J = 2.4, 8.4 Hz), 6.78 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 8.4 Hz), 7.05 (t, 2H, 
J = 8.4 Hz), 9.60 (s, 1H). 
1-70 

mp : 227-230 °C 

15 iH-NMR (DMSO-de) 8 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.72-1.87 (m, 2H), 

1.87- 2.01 (m, 2H), 2.12-2.29 (m, 1H), 2.96-3.12 (m, 1H), 5.00 (s, 2H), 6.22 (d, 1H, 
J = 7.5 Hz), 6.66 (d/ 1H, J = 7.5 Hz), 6.78 (d, 1H, J = 9.0 Hz), 6.86 (d, 1H, J = 7.5 
Hz), 6.89-6.95 (m, 1H), 9.46 (s, 1H). 

1-71 
20 mp : 270-272 °C 

iH-NMR (DMSO-de) 8 ppm: 1.22-1.52 (m, 4H), 1.26 (s, 9H), 1.73-1.86 (m, 2H), 

1.88- 2.00 (m, 2H), 2.08-2.22 (m, 1H), 2.95-3.11 (m, 1H), 4.80 (s, 2H), 6.47 (d, 2H, 
J = 8.4 Hz), 6.77 (d, 1H, J = 8.4 Hz), 7.20 (d, 2H, J = 8.4 Hz), 9.35 (s, 1H). 
1-72 

25 mp : 262-263 °C 

iH-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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9H) ( 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 
1-73 
5 mp : 218-219 °C 

!H-NMR (CD 3 OD) 6 ppm: 1.36 (s, 9H), 1.36-1.69 (m, 4H), 1.45 (s, 9H), 1.88- 
2.02 (m, 3H), 2.06-2.30 (m, 4H), 3.05-3.44 (m, 3H), 3.46-3.56 (m, 1H), 4.16-4.26 
(m, 1H), 6.51 (d, 2H, J = 9.0 Hz), 7.30 (d, 2H, J = 8.7 Hz). 
1-74 

10 mp : 295-296 °C (dec.) 

*H-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.67 (m, 4H), 1.92-2.13 (m, 4H), 
2.26-2.40 (m, 2H), 2.62-2.75 (m, 1H), 3.16-3.25 (m, 1H), 3.58-3.98 (m, 4H), 
4.16-4.25 (m, 1H), 7.20-7.30 (m, 2H), 7.62 (d, 2H, J = 9.0 Hz). 
1-75 

15 mp : 250-251 t 

!H-NMR (DMSO-ds) 6 ppm: 1.23-1.55 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.15-2.28 (m, 1H), 2.98-3.14 (m, 1H), 3.06 (t, 2H, J = 8.4 Hz), 
3.87 (t, 2H, J = 8.4 Hz), 6.67 (dd, 1H, J = 1.5, 7.2 Hz), 6.80 (d, 1H, J = 8.4 Hz), 
6.94-7.05 (m, 2H), 7.12-7.19 (m, 1H), 7.16 (d, 2H, J = 9.3 Hz), 7.57 (d, 2H, J = 9.3 
20 Hz), 9.73 (s, 1H). 
1-76 
mp : 265-266 

iH-NMR (DMSO-de) 6 ppm: 1.23-1.58 (m, 4H), 1.28 (s, 9H), 1.83-2.04 (m, 4H), 
2.20-2.36 (m, 1H), 2.97-3.16 (m, 1H), 6.67 (d, 1H, J = 3.0 Hz), 6.82 (d, 1H, J = 8.4 
25 Hz), 7.07-7.22 (m, 2H), 7.47-7.53 (m, 1H), 7.50 (d, 2H, J = 9.0 Hz), 7.58 (d, 1H, 
J = 3.0 Hz), 7.64 (d, 1H, J = 7.5 Hz), 7.79 (d, 2H, J = 9.0 Hz), 10.02 (s, 1H). 
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1-77 
mp : 281 

1 H-NMR (DMSO-de) 6 ppm: 1.21-1.56 (m, 4H). 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.18-2.31 (m, 1H), 2.97-3.14 (m, 1H), 6.51 (dd, 1H, J = 2.1, 2.7 Hz), 6.81 (d, 1H, 
5 J = 9.0 Hz), 7.67-7.78 (m, 5H), 8.41 (d, 1H, J = 2.1 Hz), 9.96 (s, 1H). 
1-78 

mp : >300 "C (dec.) 

!H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.74-2.04 (m, 7H), 
2.10-2.25 (m, 2H), 2.96-3.20 (m, 2H), 3.48-3.58 (m, 1H), 3.75-3.84 (m, 1H), 6.39 
10 (d, 2H, J = 8.4 Hz), 6.79 (d, 1H, J = 8.4 Hz), 7.02 (s, 1H), 7.30 (s, 1H), 7.36 (d, 2H, 
J = 8.1 Hz), 9.48 (s, 1H). 
1-79 

mp : 248-250 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.54 (m, 4H), 1.85-1.99 (m, 4H), 
15 2.24-2.33 (m, 1H), 3.00-3.14 (m, 1H), 6.82 (d, 1H, J = 8.7 Hz), 7.77 (d. 2H, J = 8.4 
Hz), 8.07 (d, 2H, J = 8.4 Hz). 
1-80 ' 
mp : >300 °C 

*H-NMR (DMSO-de) 6 ppm: 1.22-1.58 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
20 2.18-2.32 (m, 1H), 2.98-3.14 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.35-7.50 (m, 2H), 
7.99 (s, 1H), 8.11 (s, 1H), 9.79 (s, 1H), 12.94 (s, 1H). 
1-81 

mp : 261-262 1 

X H-NMR (DMSO-de) 5 ppm: 1.21-1.57 (m, 4H), 1.27 (s, 9H), 1.78-2.02 (m, 4H), 
25 2.17-2.30 (m, 1H), 2.96-3.16 (m, 1H), 6.34 (s, 1H), 6.80 (d, 1H, J = 8.7 Hz), 
7.14-7.32 (m, 3H), 7.85 (s, 1H), 9.58 (s, 1H), 10.95 (s, 1H). 
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1-82 

1H-NMR (CDCI3) 6 ppm: 0.86 (s, 18H), 1.24-1.37 (m, 2H), 1.37 (s, 9H), 
1.56-1.74 (m, 2H), 1.95-2.19 (m, 5H). 3.18-3.32 (m, 1H), 3.44 (t, 4H, J = 6.3 Hz), 
3.70 (t, 4H, J = 6.3 Hz), 4.39 (d, 1H, J = 9.0 Hz), 6.59 (d, 2H, J = 9.0 Hz), 7.31 (d, 
5 2H, J = 8.7 Hz), 7.43 (s, 1H). 
1-83 

mp : 264-265 °C 

1H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H). 1.27-1.52 (m, 4H), 1.78-1.88 (m, 2H). 
1.90-2.00 (m, 2H), 2.14-2.26 (m, 1H), 2.96-3.14 (m, 1H), 6.72-6.82 (m, 2H), 6.99 
10 (t, 4H, J = 7.8 Hz), 7.18 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 Hz), 8.00 (s, 1H), 
9.65 (s, 1H). 
1-84 

mp : 257 °C (dec.) 

!H-NMR (DMSO-de) 6 ppm: 1.23-1.57 (m, 4H), 1.27 (s, 9H), 1.83-2.03 (m, 4H), 
15 2.23-2.35 (m, 1H), 2.98-3.15 (m, 1H), 6.80 (d, 1H, J = 8.1 Hz), 7.87 (d, 2H, J = 9.0 
Hz). 8.34 (d, 2H, J = 9.0 Hz), 9.21 (s, 1H), 10.20 (s, 1H). 
1-85 

mp : 256-258 °C 

X H-NMR (DMSO-de) 5 ppm: 1.22-1.53 (m, 4H), 1.26 (s, 9H), 1.79-2.01 (m, 4H), 
20 2.25 (s, 3H), 2.28-2.42 (m, 1H), 2.97-3.02 (m, 1H), 6.71 (d, 1H, J = 0.9 Hz), 6.80 
(d, 1H, J = 8.1 Hz), 11.91 (s, 1H). 
1-86 

mp : 228-230 t 

!H-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
25 1.87-1.98 (m, 2H), 2.08-2.17 (m, 2H), 2.20-2.32 (m, 1H), 3.15-3.27 (m, 1H), 3.50 
(t, 4H, J = 5.7 Hz), 3.69 (t, 4H, J = 5.7 Hz), 6.72 (d, 2H, J = 9.0 Hz), 7.29-7.33 (m, 
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2H). 
1-87 

mp : 183-184 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.73-1.89 (m, 4H), 
5 1.90-2.00 (m, 2H), 2.16-2.28 (m, 1H), 2.28 (t, 2H, J = 7.5 Hz), 2.51-2.54 (m, 2H), 
2.97-3.13 (m, 1H), 3.58 (s, 3H), 6.79 (d, 1H, J = 8.7 Hz), 7.08 (d, 2H, J = 8.7 Hz), 
7.49 (d, 2H, J = 8.4 Hz), 9.73 (s, 1H). 
1-88 

mp : 217-218 t 

10 iH-NMR (CD 3 OD) 8 ppm: 1.36 (s, 9H), 1.36-1.46 (m, 2H), 1.55-1.69 (m, 2H), 
1.83-2.00 (m, 4H), 2.07-2.18 (m, 2H), 2.26-2.36 (m, 3H), 2.61 (t, 2H, J = 7.5 Hz), 
3.14-3.26 (m, 1H), 7.13 (d, 2H, J = 8.1 Hz), 7.44 (d, 2H, J = 8.1 Hz). 
1-89 

iH-NMR (CDCI3) 8 ppm: 0.08 (d, 6H, J = 3.3 Hz), 0.88(6, 9H), 1.21-1.36 (m, 
15 2H), 1.39 (6, 9H), 1.61-1.74 (m, 2H), 1.88-2.23 (m, 6H), 3.06-3.11 (m, 1H), 
3.24-3.74 (m, 4H), 3.92 (d, 1H, J = 9.6 Hz), 4.48-4.56 (m, 1H), 6.47 (d, 2H, J = 9.0 
Hz), 7.17 (s. 1H), 7.32 (d, 2H, J = 9.0 Hz). 
1-90 

mp : amorphous 

20 X H-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.47 (m, 2H), 1.56-1.70 (m, 3H), 
1.88-2.30 (m, 6H), 3.05-3.49 (m, 5H), 4.50 (brs, 1H), 6.50 (d, 2H, J = 9.0 Hz), 
7.29 (d, 2H, J = 9.0 Hz). 
1-91 

mp : 105-106 °C 

25 iH-NMR (CDCI3) 6 ppm: 0.92(t, 3H, J = 7.3 Hz), 1.25-1.27(m, 2H), 1.36(d, 6H, 
J = 6.9 Hz), 1.51-1.59(m, 2H), 2.56(t, 2H, J = 7.8 Hz), 3.27(sept, 1H, J = 6.9 Hz), 
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7.12(d, 2H, J = 8.6 Hz), 7.32(t, 1H, J = 7.8 Hz), 7.45(brd, 1H, J = 7.8 Hz), 7.53(d, 
2H, J = 8.6 Hz), 7.58(d, 1H, J = 7.8 Hz), 7.71-7.72(m, 2H), 8.27(6, 1H). 
1-92 

mp : 163-164 °C 

5 !H-NMR (CDC1 3 ) 6 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1. 39(m, 2H), 1.55- 
1.65(m ( 2H), 1.87(8, 3H), 1.95(s, 3H), 2.60(t, 2H, J = 7.6 Hz), 7.07(d, 2H, J = 8.4 
Hz), 7.18(d, 2H, J = 8.5 Hz), 7.54(d, 2H, J = 8.5 Hz), 7.91(brs, 1H), 8.18(d, 2H, 
J = 8.4 Hz), 8.77(s, 1H). 
1-93 
10 mp : 173 °C 

!H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.40(m, 2H), 1.39(d, 6H, 
J = 6.9 Hz), 1.55-1.62(m, 2H), 2.60(t, 2H, J = 7.8 Hz), 3.13(sept, 1H, J = 6.9 Hz), 
4.39(d, 2H, J = 6.3 Hz), 4.45(t, 1H, J = 6.3 Hz), 7.18(d, 2H, J = 8.7 Hz), 7.46(d, 
2H, J = 8.7 Hz), 7.54 (d, 2H, J = 8.7 Hz), 7.80(s, 1H). 7.85(d, 2H, J = 8.7 Hz). 
15 1-94 

mp : 159-160 t 

!H-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.54- 
1.80(m, 2H), 1.79(s, 3H), 1.80(s, 3H), 2.60t, 2H, J = 7.7 Hz), 3.18(s, 3H), 7.18(d, 
2H, J = 8.5 Hz), 7.30(d, 2H, J = 8.8 Hz), 7.52(d, 2H, J = 8.5 Hz), 7.70(brs. 1H), 
20 7.84(d, 2H, J = 8.8 Hz), 8.77(s, 1H). 
1-95 

mp : 177-178 °C 

!H-NMR (CDCI3) 6 ppm: 0.94(t, 3H, J = 7.2Hz), 1.31-1.48(m, 8H), 1.54- 
1.66(m, 2H), 2.55(8, 3H), 2.62(t, 2H, J = 7.6Hz), 3.92(sept, 1H, J = 6.6Hz), 
25 7.20(d, 2H, J = 8.45Hz), 7.74(d, 2H, J = 8.5Hz), 9.01(brs, 1H), 9.17(s, 1H). 
1-96 
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mp : 220-223 °C 

*H-NMR (CDCI3) 6 ppm: 0.93(t, 3H, J = 7.3Hz), 1.28-1.42(m, 2H), 1.50(d, 6H, 
J = 6.8Hz), 1.54-1.65(m, 2H), 2.62(t, 2H, J = 7.6Hz), 4.08(sept, 1H, J = 7.1Hz), 
7.20(d, 2H, J = 8.5Hz), 7.48(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 8.51(brs, 1H), 
5 8.95(s, 1H). 
1-97 

mp : 195-197 °C 

!H-NMR (CDCI3) 6 ppm: 0.91(t, 3H, J = 7.6Hz), 0.94(t. 3H, J = 7.3Hz), 
1.32-1.44(m, 6H), 1.54-1. 64(m, 2H), 1.66-1. 78(m, 2H), 2.62(t, 2H, J = 7.7Hz), 
10 2.86(brs, 2H), 3.98(sept, 1H, J = 7.1Hz), 7.19(d, 2H, J = 8.5Hz), 7.63(d, 2H, J = 
8.4Hz), 8.72(brs, 1H), 8.81(brs, 1H). 
1-98 

mp : 216-218 t 

!H-NMR (CDCI3+CD3OD) 8 ppm: 0.93(t, 3H, J = 7.4Hz), 1.29-1.40(m, 2H), 
15 1.43(d, 2H, J = 6.9Hz), 1.51-1.63(m, 2H), 2.60(t, 2H, J = 7.8Hz), 3.65(sept, 1H, 
J = 6.9Hz), 7.18(d, 2H, J = 8.5Hz), 7.22(d, 1H, J = 8.8Hz), 7.55(d, 2H, J = 8.5Hz), 
8.18(dd, 1H, J = 8.8, 2.4Hz), 8.63(d, 1H, J = 2.4Hz). 
1-99 

mp : 201-202 °C 

20 *H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.40(m, 2H), 1.49(d, 2H, 
J = 7.1Hz), 1.51-1.63(m. 2H), 2.59(t, 2H, J = 7.7Hz), 4.22(sept, 1H, J = 7.1Hz), 
7.16(d, 2H, J = 8.4Hz). 7.41(brs, 1H), 7.52(d, 2H, J = 8.4Hz), 8.10(brs, 1H), 
8.13(d, 1H, J = 2.2Hz), 8.61(brs, 1H). 
I - 1 0 0 

25 mp : 160-162 t 

iH-NMRCCDCls) 6 ppm: 0.93(t, 3H, J = 7.3Hz), 1.22-1.42(m, 2H), 1.45(d, 2H, 
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J= 6.9Hz), 1.51-1. 63(m. 2H), 2.61(t, 2H, J = 7.8Hz), 3.37(sept, 1H, J = 6.9Hz), 
6.89(brs, 1H), 7.19(d, 2H, J = 8.4Hz), 7.65(d, 2H, J = 8.4Hz), 7.80(dd, 1H, J = 8.4, 
2.4Hz), 8.27(d, 1H, J = 8.4Hz), 8.45(d, 1H, J = 2.4Hz), 9.75(brs, 1H). 
1-101, 1-214 
5 mp : 192-194 °C 

!H-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.27-1.41(m, 2H), 1.35(s, 9H), 
1.50-1.66(m. 2H), 2,60(t, 2H, J = 7.6Hz), 5.58(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 
7.17(d, 2H, J = 8.5Hz), 7.52(d. 2H, J = 8.5Hz), 7.71(brs. 1H), 7.79(d, 2H, J = 
8.5Hz). 
10 1-10 2 

mp : 216-217 °C 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.26-1.42(m, 2H), 1.45(s, 9H), 
1.70-1. 83(m, 2H), 2.60(t, 2H, J = 7.7Hz), 6.42(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 
7.35(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.68(brs, 1H), 7.82(d, 2H, J = 
15 8.5Hz). 

1-10 3 

iH-NMR (CDCI3) 6 ppm: 0:91(t, 3H, J = 7.3 Hz), 1.28-1.36(m, 2H), 1.32(d, 6H, 
J = 6.9 Hz), 1.49-1. 59(m, 2H), 2.54(t, 2H, J = 7.7 Hz), 3.23(sept, 1H, J = 6.9 Hz), 
3.46(8, 3H), 6.76(brs, 1H), 6.91(d, 2H, J = 8.2 Hz), 6.99(d, 2H, J = 8.8 Hz), 7.03(d, 
20 2H, J = 8.2 Hz), 7.25(d, 2H, J = 8.8 Hz). 
1-10 4 
mp : 182-183 e C 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.40(m, 2H), 1.51- 
1.63(m, 2H), 1.64-1.88(m, 4H), 1.90-2.23(m, 4H), 2.60(t, 2H, J = 7.6Hz), 3.39(m, 
25 1H), 6.16(brs. 1H), 7.07(d, 2H, J = 8.5Hz), 7.16(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.74(brs, 1H), 7.77(d, 2H, J = 8.5Hz). 
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1-10 5 
mp : 190-191 t 

!H-NMR (CDC1 3 ) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1. 41(m, 2H), 1.52- 
1.69(111, 4H), 1.75-1.90(m, 2H), 1.92-2.07(m, 4H), 2.58(t, 2H, J = 7.6Hz), 3.59(m, 
5 1H), 6.53(brs, 1H), 7.18(d, 2H, J = 8.5Hz). 7.31(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.67(brs, 1H), 7.84(d, 2H, J = 8.5Hz). 
1-10 6 
mp : 194-197 °C 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.41(m, 2H), 1.53- 
10 1.65(m, 2H), 1.90(s, 6H), 2.60(t, 2H, J = 7.8Hz), 6.86(brs, 1H), 7.l8(d, 2H, J = 
8.5Hz), 7.43(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.84(d, 2H, 
J = 8.5Hz). 
1-10 7 
mp : 211-212 °C 

15 !H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.24-1.40(m, 2H), 1.50- 
1.62(m, 2H), 2.60(t, 2H, J = 7.6Hz), 6.19(br8, 1H), 7.17(d, 2H, J = 8.5Hz), 7.18(d, 
2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.66(brs, 1H), 7.86(d, 2H, J = 8.5Hz). 
1-10 8 
mp : 298-300 t 

20 iH-NMR (DMSO-d6) 5 ppm: 0.90(t, 3H, J = 7.3Hz), 1.22-1.39(m, 2H), 1.48- 
1.60(m, 2H), 2.54(t, 2H, J = 7.3Hz), 7.04(d, 2H, J = 8.8Hz), 7.12(d, 2H, J = 
8.5Hz), 7.64(d, 2H, J = 8.5Hz), 7.69(d, 2H, J = 8.8Hz), 9.80(s, 1H). 
1-10 9 
mp : 122-123 °C 

25 !H-NMR (CDCI3) 8 ppm:0.90(t, 3H, J = 7.4Hz), 0.97(t, 3H, J = 7.7Hz), 
1.26-1.38(m, 2H), 1.30(s, 6H), 1.50-1.66(m, 4H), 1.72-1.83(m, 4H), 2.34(t, 2H, J 
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= 7.1Hz), 2.55(t, 2H, J = 7.6Hz). 3.19(q, 1H, J = 6.0Hz), 4.60(brs, 1H), 7.08(d, 
2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.85(s, 1H). 
I - 1 1 0 
mp : 109-110 t 

5 !H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.4Hz), 1.10(d, 6H, J = 6.7Hz), 
1.29-1.38(01, 2H), 1.65(s, 9H), 1.60-1.70(m, 2H), 1.78-1.89(m, 2H), 2.26(m, 1H), 
2.39(t, 2H, J = 7.0Hz), 2.57(t, 2H, J = 7.7Hz), 2.90(d, 2H, J = 6.6Hz), 3.16(brs, 
1H), 4.24(brs, 1H), 7.l2(d, 2H, J = 8.5Hz), 7.40(d, 2H, J = 8.5Hz). 
I - 1 1 1 
10 mp : 64-65 °C 

!H-NMR (CDCI3) 8 ppm:0.9l(t, 3H, J = 7.3Hz), 1.02(t, 3H, J = 7.6Hz), 1.35(d, 
3H, J = 6.7Hz), 1.26-1. 38(m, 2H), 1.48-1.69(m, 5H), 1.76-1.87(m, 2H), 2.04(m, 
1H), 2.38(t, 2H, J = 7.3Hz), 2.56(t, 2H, J = 7.6Hz). 2.91(m, 1H), 3.16(brs, 2H), 
4.42(brs, 1H), 7.11(d, 2H, J = 8.5Hz), 7.42(d, 2H, J = 8.6Hz), 7.47(brs, 1H). 
15 1-112 

mp : 79-80 t 

1H-NMR (CDCI3) 8 ppm:1.36(s, 9H), 1.52-1.62(m, 2H), 1.67-1.76(m, 2H), 
2.22(t, 2H, J = 7.4Hz), 3.16(q, 2H, J = 6.3Hz), 3.78(s, 3H), 4.33(d, 2H, J = 5.4Hz), 
4.62(brs, 1H), 6.20(br 6 , 1H), 6.85(d, 2H, J = 8.8Hz), 7.19(d, 2H, J = 8.8Hz). 
20 1-113 

mp : 125-126 t 

iH-NMR (CDCI3) 5 ppm:1.38(s, 9H), 1.62-1. 70(m, 2H), 1.76-1.88(m, 2H), 
2.46(t. 2H, J = 7.4Hz), 3.22(q, 2H, J = 6.1Hz). 4.22(t, 1H, J = 6.1Hz), 7.24(dd, 1H, 
J = 8.9, 2.3Hz), 7.36(d, 1H, J = 2.3Hz), 7.65(brs, 1H), 8.29(d, 1H, J = 8.9Hz). 
25 1-114 

mp : 89-91 t 
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iH-NMR (CDCI3) 8 ppm:0.92 (t, 3H, J = 7.0Hz), 1.06 (d, 6H, J = 7.0Hz), 1.36 
(m ,1H), 1.50-1.72 (m ,5H), 1.94-2.06 (m, 2H), 2.26 (m, 1H), 2.60 (t, 2H, J = 
7.7Hz), 2.84 (t. 2H, J = 7.7Hz), 2.93 (d, 2H, J = 6.3Hz), 3.20 (t, 2H, J = 6.6Hz), 
4.30 (brs, 1H), 7.19 (d, 2H. J = 8.5Hz), 7.63 (d, 2H, J = 8.5Hz), 9.15(brs, 1H). 
5 1-115 
mp : 94-95 t 

iH-NMR (CDCI3) 8 ppm:0.92 (t, 3H, J = 7.5Hz), 1.03 (t, 3H, J = 7.5Hz), 
1.23-1.40 (m ,5H), 1.42-1.65 (m, 6H), 1.75 (m, 1H), 2.02 (m, 1H), 2.24 (t, 2H, J = 
7.0Hz), 2.59 (t, 2H, J = 8.0Hz), 2.90 (m, 1H), 3.14 (q, 2H, J = 6.6Hz), 4.20 (m, 
10 1H), 4.40 (d, 2H, J = 5.4Hz), 5.70 (brs, 1H), 7.14 (d, 2H, J = 8.1Hz), 7.18(d, 2H, 
J = 8.1Hz). 
1-116 
mp : 89-91 t: 

iH-NMR (CDCI3) 8 ppm:0.97 (t, 3H, J = 7.3Hz), 1.02 (t, 3H, J = 7.5Hz), 1.35 
15 (d, 3H, J = 7.0Hz), 1.40-1.90 (m ,9H), 2.04 (m , 1H), 2.37 (t, 2H, J = 7.0Hz). 2.90 
(m, 1H), 3.17 (q, 2H, J = 6.6Hz), 3.93 (t, 2H, J = 6.6Hz), 4.32 (m, 1H), 6.84 (d, 2H, 
J = 9.0Hz), 7.31 (brs, 1H), 7.40 (d, 2H, J = 9.0Hz). 
1-117 
mp : 110-111 t 

20 iH-NMR (CDCI3) 8 ppm:1.02 (t, 3H, J = 7.5Hz), 1.34 (d, 3H, J = 6.6Hz), 
1.45-1.70 (m ,3H), 1.75-1.85 (m, 2H), 2.05 (m ,1H), 2.36 (t, 2H, J = 7.5Hz), 2.90 
(m, 1H), 3.16 (q, 2H, J = 6.6Hz), 3.78 (s, 3H), 4.50 (m, 1H), 6.84 (d, 2H, J = 
6.8Hz), 7.42 (d. 2H, J = 6.8Hz), 7.48 (brs, 1H). 
1-118 

25 mp : 113-115 °C 

!H-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.0Hz), 1.20-1.34 (m ,1H), 1.37 (d, 
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6H, J = 7.0Hz), 1.48-1.70 (m, 3H), 2.43 (q, 2H, J = 6.6Hz), 2.58 (t, 2H, J = 7.7Hz), 
3.10-3.31 (m, 3H), 4.75 (m, 1H), 6.04 (d, 1H, J = 15.0Hz), 6.77 (dt, 1H, J = 7.7, 
15.0Hz), 7.14 (d, 2H, J = 8.4Hz), 7.55 (d, 2H, J = 8.4Hz), 7.85 (brs, 1H). 

1-119 
5 mp : 139-140 t 

!H-NMR (CDC1 3 ) 6 ppm:1.19(s, 9H), 1.47(m, 2H), 1.61(m, 2H), 2.l8(t, 2H, J 
= 7.6Hz), 3.03(q, 2H, J = 6.3Hz), 4.09(t, 1H, J = 5.9Hz), 6.85(brd, 1H, J = 8.0Hz). 
7.00(t, 1H, J = 8.0Hz), 7.16(brd, 1H, J = 8.0), 7.48(brs, 1H), 7.57(brB, 1H). 

1-12 0 
10 mp: 183t 

iH-NMR (CDCI3) 5 ppm:0.91(t, 3H, J = 7.3Hz), 1.20-1. 58(m, 6H), 1.40(s, 9H), 
2.07(dd, 1H, J = 12.9, 3.1Hz), 2.52(t, 2H, J = 7.7Hz), 2.95(dd, 2H, J = 11.6. 
2.5Hz), 3.46(m. 1H), 3.88-4.07(m. 3H), 6.47(s, 1H), 7.08(d, 2H, J = 8.5Hz), 
7.22(d, 2H, J = 8.5Hz). 
15 1-12 1 

mp : 163-166 t 

*H-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.32- 1.62(m, 6H), 1.45(s, 9H), 
1.95-2.07(m, 3H), 2.20(m, 1H), 2.46(td, 1H, J = 10.4, 3.7Hz), 2.37(t, 2H, J = 
7.6Hz), 3.43(brd, 2H, J = 10.4Hz), 4.80(s, 1H), 7.12(d, 2H, J = 8.4Hz), 7.14(8, 
20 1H). 7.39(d, 2H, J = 8.4Hz). 
1-12 2 
mp : 188-189 .t 

iH-NMR (CDCI3) 6 ppm:0.9l (t, 3H, J = 7.5Hz), 1.25-1.41 (m ,2H), 1.42 (s, 
9H), 1.50-1.62 (m ,2H), 1.78-1.95 (m ,4H), 2.00-2.20 (m ,6H), 2.57 (t, 2H, J = 
25 7.5Hz), 3.99 (brs, 1H), 7.10 (brs, 1H), 7.12 (d, 2H, J = 6.5Hz), 7.41 (d, 2H, J = 
6.5Hz). 
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1-12 3 
mp : 197-198 t 

X H-NMR (CDC1 3 ) 8 ppm:0.91 (t, 3H, J = 7.5Hz), 1.24-1.40 (m ,2H), 1.39 (s, 
9H), 1.60-1.70 (m ,2H), 1.99 (brs ,12H), 2.56 (t, 2H, J = 7.5Hz), 3.47 (brs, 1H), 
5 7.10 (s, 1H), 7.11 (d, 2H, J = 8.5Hz), 7.38 (d, 2H, J = 8.5Hz). 
1-12 4 
mp : 258-260 °C 

!H-NMR (CDCI3) 6 ppm:l. 20-1.40 (m, 2H), 1.41 (s, 9H), 1.62-1.81 (m, 2H), 
2.03-2.35 (m, 5H), 2.37 (s, 3H), 2.71 (b, 3H), 3.32 (m, 1H), 3..64 (d, 1H, J = 
10 8.4Hz), 7.08 (brs, 1H), 7.24 (m, 1H), 7.33 (m, 2H), 7.60 (d, 1H. J = 8.1Hz), 7.77 
(s, 1H), 7.80 (d. 1H, J = 8.4Hz), 8.14 (m, 1H). 
1-12 5 
mp : 297-299 t, 

iH-NMR (DMSO-de) 6 ppm:1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.01 (m, 4H), 
15 2.47 (m, 1H), 2.76 (brs, 1H), 3.05 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.23 (d, 1H, J 
= 9.0Hz), 7.46 (dd, 1H, J = 2.0, 9.0Hz), 8.03 (d, 1H, J = 2.0Hz). 
1-12 6 
mp : 198-199 t 

iH-NMR (CDCI3) 5 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
20 1.98-2.35 (m, 5H), 3.30 (m, 1H), 3.67 (d, 1H, J = 9.6Hz), 5.89 (tt, 1H, J = 3.0, 
50.0Hz), 6.97 (d, 1H, J = 7.8Hz), 7.21 (s, 1H), 7.30-7.40 (m, 2H), 7.55 (s, 1H) 
1-12 7 
mp : 262-264 t 

iH-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
25 2.00-2.36 (m, 5H), 2.57 (s, 3H), 3.33 (m, 1H). 3..62 (d, 1H, J = 8.7Hz), 7.28 (brs, 
1H), 7.62 (d, 2H, J = 8.7Hz), 7.94 (d, 2H, J = 8.7Hz). 
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1-12 8 
mp : 252-254 

*H-NMR (CDC1 3 ) 6 ppm:l. 18-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.79 (m, 2H), 
1.99-2.30 (m, 5H), 2.46 (s, 3H), 3.32 (m, 1H), 3..64 (m, 1H), 7.11 (brs, 1H), 7.23 
5 (d, 2H, J = 9.0Hz), 7.44 (d, 2H, J = 9.0Hz). 
1-12 9 
mp : >300 t 

!H-NMR (CDCI3+CD3OD) 6 ppm:1.30-1.45(m, 2H), 1.42(s, 9H), 1.70-1.88(m, 
2H), 2.10-2.37(m, 4H), 2.52(m, 1H), 3.34(m, 1H), 7.43-7.54(m, 3H), 7.82(d, 1H, J 
10 = 6.7Hz), 7.88(d, 1H, J = 8.5Hz), 7.98-8.07(m, 2H), 8.44(s, 1H), 8.46(s, 1H). 
1-13 0 
mp : 123-124 t 

!H-NMR (CDCI3) 5 ppm:1.18-1.34(m, 2H), 1.40(s, 9H), 1.62-1. 75(m, 2H), 
2.00-2.28(m, 5H), 3.31(m, 1H), 3.61(d, 1H, J = 9.5Hz), 5.59(s, 1H), 7.17(s, 1H), 
15 7.30-7.37(m, 6H), 7.41(d, 1H, J = 8.5Hz), 7.84(d, 1H, J = 2.1Hz). 
1-13 1 
mp : 202-204 °C 

!H-NMR (CDCI3) 6 ppm:1.27-1.38(m, 2H), 1.38(s, 9H), 1.62-1. 75(m, 2H), 
1.97-2.04(m, 2H), 2.18-2.27(m, 3H), 3.26(m, 1H), 3.81(s, 3H), 4.62(d, 1H, J = 
20 7.9Hz), 7.12(d, 1H, J = 7.8Hz), 7.40(t, 1H, J = 7.8Hz), 7.51(e, 3H), 7.61(d, 1H, J 
= 7.8Hz), 7.71(8, 1H), 8.21(brs, 1H). 
1-13 2. 
mp : 236-237 t 

!H-NMR (CDCI3) 6 ppm:1.23-1.43(m, 2H), 1.41(8, 9H), 1.66-1. 80(m, 2H), 
25 2.08-2. 12(m, 2H), 2.23-2. 31(m, 3H), 3.34(m, 1H), 3.87(d, 1H, J = 9.5Hz), 4.02(e, 
3H), 7.30(td, 1H, J = 7.3, 1.1Hz), 7.36(e, 1H), 7.39(td, 1H, J = 7.3, 1.5Hz), 
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7.53(brd. 1H, J = 7.3Hz), 7.84(brd, 1H, J = 7.3Hz), 8.05(s, 1H), 8.73(s, 1H). 
1-13 3 
mp : 198-200 "C 

!H-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 0.97(t, 3H, J = 6.7Hz), 
5 1.18-1.81(m, 7H), 1.39(s, 9H), 1.98-2.05(m, 2H), 2.21.2.24(m, 3H), 3.29(m, 1H), 

4.00(dd, 1H, J = 10.7, 6.7Hz), 4.09(dd, 1H, J = 10.7, 6.1Hz), 4.27(d, 1H, J = 

9.8Hz), 6.37(d, 1H, J = 15.9Hz), 7.47(d, 2H, J = 8.5Hz), 7.59(d, 2H, J = 8.5Hz), 

7.62(d, 1H, J= 15.9Hz), 7.83(brs, 1H). 

1-13 4 
10 mp : 212-213 t 

!H-NMR (CDCI3) 5 ppm:1.21-1.32(m, 2H), 1.39(8, 9H), 1.59-1. 73(m, 2H), 

1.99-2.04(m, 2H), 2.10-2.26(m, 3H), 3.26(m, 1H), 3.72(d, 1H, J = 9.6Hz), 6.74(m, 

1H), 7.02(d, 2H. J = 7.4Hz), 7.11(t, 1H, J = 7.4Hz), 7.13-7.19(m, 2H), 7.22- 

7.26(m, 2H), 7.34(t, 2H. J = 7.4Hz). 
15 1-13 5 

mp : 294-296 *C 

iH-NMR (DMSO-d 6 ) 6 ppm:1.27 (e, 9H), 1.28-1.55 (m, 4H), 1.81-2.05 (m, 4H), 

2.26 (m, 1H), 2.98-3.20 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.31 (t, 1H, J = 7.5Hz), 
7.54-7.72 (m, 5H), 7.94 (brs. 1H). 

20 1-13 6 
mp : >300 t 

iH-NMR (DMSO-ds) 6 ppm:1.28 (s, 9H), 1.29-1.59 (m, 4H), 1.81-2.02 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7Hz), 7.38 (t, 1H, J = 7.2Hz), 7.48 
(t, 2H, J = 7.2Hz), 7.62-7.81 (m, 10H), 9.93 (brs, 1H). 

25 1-13 7 

mp : 291-292 °C 
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1H-NMR (CDCI3) 6 ppm:1.25-1.39 (m, 2H), 1.41 (s, 9H) ( 1.61-1.80 (m, 2H), 
2.01-2.36 (m, 5H), 3.32 (m, 1H), 3.63 (d, 1H, J = 9.3Hz), 7.20 (brs, 1H), 7.53-7.74 
(m, 8H). 
1-13 8 
5 mp : 259-262 

iH-NMR (CD3OD) 5 ppm:1.40 (s, 9H), 1.40-1.80 (m, 4H), 2.00-2.30 (m, 4H), 
2.45 (m, 1H), 3.00 (s, 3H), 3.15-3.30 (m, 2H) ( 7.90 (d, 1H, J = 8.4Hz), 8. 12 (d, 1H, 
J = 9.0Hz), 8.39 (d, 1H, J = 9.0Hz), 8.72 (s, 1H), 8.92 (d, 1H, J = 8.4Hz), 10.4 (s, 
1H). 
10 1-13 9 

. mp : 265-268 t 

1 H-NMR (CDCI3) 6 ppm:1.25-1.40(m, 2H), 1.40(s, 9H), 168-1. 81(m, 2H), 
2.05-2.10(111, 2H), 2.23-2.37(m, 3H), 3.32(m, 1H), 4.27(d, 1H, J = 9.1Hz), 7.53(t, 
1H, J = 7.9Hz), 7.63(td, 1H, J = 7.9, 1.4Hz), 7.77(d, 1H, J = 7.9Hz), 8.03(d, 1H, 
15 J = 7.9Hz), 8.37(brs, 1H), 8.85-8.86(m, 2H). 
1-14 0 
mp : 258-260 t 

!H-NMR (CDCI3) 6 ppm: 1.20- 1.40 (m, 2H), 1.41 (s, 9H), 1.52-1.85 (m, 2H), 
2.03-2.35 (m, 5H), 3.34 (m, 1H), 3.75 (m, 1H), 7.35-7.66 (m, 3H), 8.05 (d, 1H, J 
20 = 9.0Hz), 8.11 (d, 1H, J = 9.0Hz), 8.40 (brs, 1H), 8.83 (s, 1H). 
1-14 1 
mp : 205-206 t 

iH-NMR (CDCI3) 8 ppm:1.20-1.37(m, 2H), 1.40(e, 9H), 1.43-1.62(m, 2H), 
1.90-2.01(m, 2H), 2.02-2.23(m, 3H), 3.27(m, 1H), 3.63(d, 1H, J = 9.6Hz), 3.70(s, 
25 3H), 6.64(d, 1H, J = 8.8Hz), 7.28-7.41(m, 5H), 7.45(brs, 1H), 8.26(d, 1H, J = 
8.8Hz). 
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1-14 2 
mp : 277-280 t 

!H-NMR (CDC1 3 ) 8 ppm:0.23-0.34(m ) 2H), 1.34(6, 9H), 1.34-1.55(m, 5H), 
1.76-1.80(m, 2H), 2.97(m, 1H), 3.31(d, 1H, J= 9.6Hz), 7.18(s, 1H), 7.50-7.59(m, 
5 4H), 7.77(dd, 1H, J = 7.4, 1.0Hz), 7.91-7.98(m, 2H), 8.39(dd, 1H, J = 7.4, 1.9Hz). 
1-14 3 
mp : 202-203 t 

iH-NMR (CD CI 3) 6 ppm:1.23-1.40(m, 2H), 1.40(e, 9H), 1.57-1.71(m, 2H), 
2.05-2.10(m, 2H), 2.18-2.28(m, 3H), 3.31(m, 1H), 3.91(s, 3H), 3.93(s, 3H), 4.05(d, 
10 1H, J = 9.5Hz), 8.15(6, 1H), 9.56(6, 1H). 
1-14 4 
mp : 177-178 °C 

iH-NMR (CD CI 3) 8 ppm:1.27-1.39(m, 2H), 1.40(8, 9H), 1.65-1. 79(m, 2H), 
2.04-2.07(m, 2H), 2.12-2.34(m, 3H), 3.22(m, 1H), 3.93(d, 1H, J = 9.1Hz), 6.90- 
15 7.03(m, 3H), 7.25(m, 1H), 7.77(dd, 1H, J = 4.9, l.7Hz), 7.81(br6, 1H), 8.72(dd, 
1H, J = 7.8, 1.5Hz). 
1-14 5 
mp : >300 °C 

iH-NMR (DMSO-de) 6 ppm:1.30(6, 9H), 1.44-1. 70(m, 4H), 2.05-2. 19(m, 4H), 
20 2.73(m, 1H), 3.18(m, 1H), 6.86(d, 1H, J = 8.8Hz), 7.62(t, 2H, J = 8.5Hz), 7.86(t, 
2H, J = 8.5Hz), 7.89(d, 2H, J = 8.5Hz), 8.16(d, 2H, J = 8.5Hz). 
1-14 6 
mp : 240-242 t 

!H-NMR (DMSO-de) 6 ppm:1.26-1.53(m, 4H), 1.27(s, 9H), 1.74-1.83(m, 2H), 
25 1.90-1. 97(m, 2H), 2.26(m, 1H), 3.04(m, 1H), 6.59(br S , 1H), 6.74-6. 79(m, 3H), 
7.74(6, 1H), 10.32(8, 1H), 12.80( S , 1H). 
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1-14 7 
mp : 167-169 t 

iH-NMR (CD CI 3) 5 ppm:l. 05-1.28 (m, 2H), 1.38 (s, 9H), 1.47-1.70 (m, 2H), 
1.80-2.00 (m, 3H), 2.13-2.26 (m, 2H), 2.75 (t, 2H, J = 6.9Hz), 3.24 (m, 1H), 3.49 
5 (dt, 2H, J = 6.3, 6.9Hz), 3.68 (d, 1H, J = 8.7Hz), 3.87 (s, 6H), 5.40 (brs, 1H), 6.71 
(m, 2H), 6.82 (d, 1H, J = 8.7Hz). 
1-14 8 
mp : 171-172 t 

iH-NMR (CDCI3) 6 ppm:l. 16-1.38 (m, 2H), 1.39 (s, 9H). 1.50-1.79 (m, 4H), 
10 1.85-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.35-2.56 (m, 6H), 3.25 (m, 1H), 3.33 (q, 
2H, J = 6.0Hz), 3.63 (d, 1H, J = 9.0Hz), 3.72 (t, 4H, J = 4.6Hz), 6.77 (brs, 1H). 
1-14 9 

*H-NMR (CDCI3) 6 ppm:1.20-1.36 (m, 2H), 1.28 (t, 3H, J = 7.2Hz), 1.39 (s, 
9H), 1.45-1.70 (m, 2H), 1.85-2.30 (m, 7H), 2.43 (s, 3H), 3.05-3.42 (m, 3H), 
15 3.46-3.80 (m, 3H), 7.31 (d, 1H, J = 7.2Hz), 7.40-7.52 (m, 3H), 8.18 (brs, 1H). 
1-15 0 
mp : 203-204 t 

1H-NMR (CDCI3) 6 ppm:1.15-1.37 (m, 2H), 1.39 (s, 9H), 1.42-1.70 (m, 2H), 
1.85-2.29 (m, 5H), 2.76 (t, 2H, J = 6.0Hz), 3.26 (m, 1H), 3.49 (q, 2H, J = 6.0Hz), 
20 3.61 (m, 1H), 4.03 (s, 2H), 5.88 (brs, 1H), 7.15 (dd, 1H, J = 7.0, 8.8Hz), 7.30-7.35 
(m, 2H). 
1-15 1 
mp : 181-183 t 

!H-NMR (CDCI3) 6 ppm:l. 15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.64 (m, 2H), 
25 1.88-2.05 (m, 3H), 2.15-2.25 (m, 2H), 2.69 (t, 2H, J = 6.0Hz), 3.28 (m, 1H), 3.47 
(q, 2H, J = 6.0Hz), 3.58 (d. 1H, J = 9.9Hz), 3.87 (s, 2H), 5.83 (brs, 1H), 7.00 (m, 
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1H), 7.20 (m, 2H). 
1-15 2 
mp : 222-224 °C 

iH-NMR (CDC1 3 ) 6 ppm:l. 16-1.37 (m, 2H), 1.39 (s, 9H), 1.49-1.70 (m, 2H), 
5 1.90-2.25 (m, 5H), 3.26 (m, 1H), 3.36 (t, 2H, J = 6.4Hz), 3.66 (dt, 3H, J = 6.0, 
6.4Hz), 5.87 (t, 1H, J = 6.0Hz), 7.58 (s, 1H), 7.68 (dd, 1H, J = 7.0, 8.5Hz), 7.83 
(dd, 1H, J = 7.0, 8.5Hz), 8.19 (t, 2H, J = 8.5Hz). 
1-15 3 
mp : 207-209 t 

10 !H-NMR (CDCI3) 6 ppm:l. 06-1.25 (m, 2H), 1.38 (s, 9H), 1.40-2.03 (m, 10H), 
2.05-2.25 (m. 2H), 2.58 (s, 3H), 2.76 (m, 1H), 3.05-3.35 (m, 2H), 3.97 (d, 1H, J = 
9.5Hz), 4.94 (t, 1H, J = 4.0Hz), 8.42 (d, 1H, J = 5.5Hz), 8.97 (d, 1H, J = 5.5Hz). 
1-15 4 
mp : 184-185 °C 

15 iH-NMR (CDCI3) 8 ppmrl. 05-1.25 (m, 2H). 1.37 (s, 9H), 1.50-1.69 (m, 2H), 
1.85-2.05 (m, 3H), 2.10-2.21 (m, 2H), 3.24 (m, 1H), 3.64 (m, 1H), 4.87 (s, 1H), 
4.88 (s, 1H), 5.67 (brs, 1H), 7.42 (d, 2H, J = 5.5Hz), 7.52 (m, 2H), 7.78 (m, 1H), 
7.82 (m, 1H), 7.95 (d, 1H, J = 7.0Hz). 
1-15 5 

20 mp : 208-210 t 

!H-NMR (DMSO-da) 6 ppm: 1.26 (s, 9H), 1.27-1.50 (m, 4H), 1.75-2.00 (m, 4H), 
2.16 (m, 1H), 2.81 (s. 3H), 3.02 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 10.00 (s, 1H), 
10.66 (s, 1H). 
1-15 6 

25 mp : 256-257 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.81 (m, 2H), 
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2.01-2.35 (m, 5H), 2.69 (t. 2H, J = 6.0Hz), 3.11 (t, 2H, J = 6.0Hz), 3.30 (m, lH), 
3.61 (d, 1H, J = 9.3Hz), 7.21 (d, 1H, J = 8.0Hz), 7.31 (s, 1H), 7.70 (d, lH, J = 
8.0Hz), 7.99 (s, 1H). 
1-15 7 
5 mp : 269-271 °C 

1H-NMR (CDC1 3 ) 6 ppm:1.20-1.45 (m, 2H), 1.41 (s, 9H), 1.70-1.90 (m, 2H), 
2.10-2.45 (m, 5H), 3.37 (m, lH), 3.68 (m, 1H), 7.45 (dd, 1H, J = 4.0, 8.0Hz), 7.53 
(bra, 1H), 7.72 (t, 1H, J = 8.0Hz), 7.83 (d, 1H, J = 8.0Hz), 8.02 (d, 1H, J = 8.0Hz), 
8.18 (d, 1H. J = 8.0Hz), 8.93 (d, 1H, J = 4.0Hz). 
10 1-15 8 

mp : 253-255 t 

iH-NMR (CDCI3) 6 ppm:l. 20-1.40 (m, 2H), 1.42 (e, 9H), 1.60-1.90 (m, 2H), 
2.06-2.50 (m, 5H), 2.72 (s, 3H), 3.33 (m, lH), 3.78 (d, lH, J = 9.2Hz), 7.52 (t, 
1H, J = 7.0Hz), 7.62-7.80 (m, 2H), 7.94 (brs, 1H), 8.05 (d, lH, J = 8.5Hz), 8.20 (s, 
15 1H). 

1-15 9 
mp : 253-255 °C 

!H-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.80 (m, 2H), 
1.98-2.30 (m, 5H), 2.71 (s, 3H), 3.31 (m, lH), 3.68 (d, lH, J = 9.0Hz), 7.41 (brs, 
20 1H), 7.61 (d, 2H, J = 9.0Hz), 7.70 (d, 2H, J = 9.0Hz). 
1-16 0 
mp : 211-212 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.32 (m, 2H), 1.39 (t, 3H, J = 7.0Hz), 1.40 (s, 
9H), 1.55-1.79 (m, 2H), 1.98-2.35 (m, 5H), 3.31 (m, 1H), 3.65 (d, 1H, J = 9.5Hz), 
25 4.03 (q, 2H, J = 7.0Hz), 6.64 (d, lH, J = 8.0Hz), 6.92 (d. 1H, J = 8.0Hz), 7.10 (e, 
1H), 7.19 (t, III, J = 8.0Hz), 7.30 (brs, 1H). 
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1-16 1 
mp : 202-203 t 

iH-NMR (CDC1 3 ) 6 ppm:0.96 (t, 1H, J = 7.3Hz), 1.29-1.39 (m, 2H), 1.40 (s, 
9H), 1.41-1.58 (m, 2H), 1.60-1.80 (m, 4H), 1.98-2.31 (m, 5H), 3.31 (m, 1H), 3.66 
5 (d, 1H, J = 8.5Hz), 3.96 (t, 2H, J = 6.4Hz), 6.64 (d, 1H, J = 8.0Hz), 6.90 (d, 1H, 
J = 8.0Hz), 7.11 (s, 1H), 7.19 (t, 1H, J = 8.0Hz), 7.31 (brs, 1H). 
1-16 2 
mp : 177-180 t 

iH-NMR (CDCI3) 6 ppm:1.18-1.38 (m, 2H), 1.39 (s, 9H), 1.59-1.78 (m, 2H), 
10 1.95-2.05 (m, 2H), 2.07-2.25 (m, 3H), 3.26 (m, 1H), 3.46 (s, 3H), 4.17 (d, 1H, J = 
9.5Hz), 5.15 (s, 2H), 6.77 (d, 1H, J = 8.0Hz), 7.10-7.23 (m, 2H), 7.34 (s, 1H), 7.58 
(s, 1H). 
1-16 3 
mp : 175-178 °C 

15 iH-NMR (DMSO-de) & ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.78-2.00 (m, 4H), 
2.22 (m, 1H), 2.96-3.15 (m, 2H), 6.67 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 7.18 (m, 
2H), 7.38 (s, 1H), 9.81 (s, 1H). 
1-16 4 
mp : 232-233 °C 

20 iH-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3Hz), 1.22-1. 30(m, 2H), 1.40(6, 9H), 
1.44-1.51(m, 2H), 1.67-1. 77(m, 4H), 2.02-2.24(m, 5H), 3.22(m, 1H), 3.62(d, 1H, 
J = 9.6Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 8.4Hz), 7.01(brs, 1H), 7.91(dd, 
1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 5 

25 mp : 199-200 t: 

iH-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.4Hz), 1.24-1.50(m, 4H), 1.40(s, 9H), 
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1.67-1.76(m, 3H), 2.03-2.08(m, 2H), 2.24-2.35(m, 3H), 3.29(m, 1H), 3.76(d, 1H, 
J = 9.1Hz), 3.91(t, 2H, J = 6.6Hz), 6.41(dd, 1H, J = 8.8, 2.5Hz), 6.55(d, 1H, J = 
2.5Hz), 6.82(d. 1H, J = 8.8Hz), 7.43(s, 1H), 8.95(s, 1H). 
1-16 6 
5 mp : 215-218 t 

!H-NMR (CDCI3+CD3OD) 6 ppm:0.97(t, 3H, J = 7.4Hz), 1.24-1.40(m, 4H), 
1.39(6, 9H), 1.42-1. 50(m, 2H), 1.54-1.72(m. 2H), 1.76-1.82(m, 2H), 1.91-2. 00(m, 
2H), 2.06-2.22(m, 3H), 3.24(m, 1H), 4.00(t, 2H, J = 6.6Hz), 6.78(d, 1H, J = 
8.8Hz), 6.98(dd, 1H, J = 8.8, 2.5Hz), 7.09(d, 1H, J = 8.8Hz). 
10 1-16 7 

mp : 212-213 °C 

iH-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.5Hz), 1.26-1.34(m, 2H), 1.40(s, 9H), 
1.45-1.50(m, 2H), 1.68-1.77(m, 4H), 2.03-2.08(m, 2H), 2.17(m, 1H), 2.26-2.29(m, 
2H), 3.29(m, 1H), 3.60(d, 1H, J = 9.0Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 
15 8.4Hz), 7.01(brs, 1H), 7.91(dd, 1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 8 
mp : 230-232 °C 

*H-NMR (CDCI3) 6 ppm:1.22-1.35(m, 2H), 1.40(s, 9H), 1.63-1.77(m, 2H), 
2.03-2.08(m, 2H), 2.15-2.29(m, 3H), 3.31(m, 1H), 3.63(d, 1H, J = 9.3Hz), 6.89(d, 
20 1H, J = 9.4Hz), 7.10(brd, 2H, J = 7.4Hz), 7.12(brs, 1H), 7.18(t, 1H, J = 7.4Hz), 
7.36(brt, 2H, J = 7.4Hz), 8.09-8. 15(m, 2H). 
1-16 9 
mp : 159-160 *C 

*H-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3), 1.20-1.35(m, 2H), 1.40(s, 9H), 
25 1.37-1. 49(m, 2H), 1.61-1. 78(m, 4H), 2.05-2.08(m, 2H), 2.23-2.26(m, 2H), 2.36(s, 
3H), 2.97(brs, 1H), 3.32(m, 1H), 3.86(brs, 1H), 4.30(t, 2H, J = 6.5Hz), 6.25(s, 
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1H), 7.92(brs, 1H). 
1-17 0 
mp : 180-181 °C 

1H-NMR (CDC1 3 ) 6 ppm:0.88.0.89(m, 2H), 1.39(8, 9H), 1.42-1. 60(m, 2H), 
5 1.86-1.90(m, 2H), 2.04-2.09(m, 2H), 2.42(s, 3H), 2.91(m, 1H), 3.20(m, 1H), 
3.63(d, 1H, J = 9.2Hz), 6.38(8, 1H), 7.15(m, 2H), 7.28(m, 1H), 7.45(m, 2H), 
7.84(brs, 1H). 
1-17 1 
mp : 173-174 °C 

10 *H-NMR (CDCI3) 6 ppm:0.98(t, 3H, J = 7.5Hz), 1.29-1. 40(m, 2H), 1.40(8, 9H), 
1.55(m, 2H), 1.62-1.83(m, 4H), 2.09-2. 12(m, 2H), 2.24-2.32(m, 3H), 3.32(m, 1H), 
3.63(d, 1H, J = 9.5Hz), 3.99(t, 2H, J = 6.4Hz), 7.22(dd, 1H, J = 9.4, 2.7Hz), 
7.66(d, 1H, J = 2.7Hz), 8.63(d, 1H, J = 9.4Hz), 10.17(s, 1H). 
1-17 2 

15 mp : 238-242 t 

iH-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.3Hz), 1.23-1. 52(m, 4H), 1.40(s, 9H), 
1.61-1. 78(m, 4H), 2.05-2.28(m, 5H), 3.30(m, 1H), 3.66(d, 1H, J = 9.4Hz), 
3.84(brs, 2H), 3.90(t, 2H, J = 6.4Hz), 6.32-6.35(m, 2H), 6.96(brs, 1H), 6.97(d, 1H, 
J = 9.4Hz). 

20 1-17 3 
mp : 165-166 

iH-NMR (CDCI3) 5 ppm:1.23-1.26(m, 2H), 1.40(s, 9H), 1.67-1. 72(m, 2H), 
2.0l-2.06(m, 2H), 2.11-2.28(m, 3H), 3.31(m, 1H), 3.60(s, 2H), 3.69(s, 3H), 
4.02(brs, 1H), 7.01(d, 1H, J = 8.0Hz), 7.25(t, 1H, J = 8.0Hz), 7.43(d, 1H, J = 
25 8.0Hz), 7.49(brs, 1H), 7.51(brs, 1H). 
1-17 4 
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mp : 264-265 °C 

*H-NMR (CDCI3+CD3OD) 8 ppm: 1.26-1.29(m, 2H), 1.39(s, 9H), 1.62-1.69(m, 
2H), 1.96-2.00(01, 2H), 2.18-2. 21(m, 3H), 3.25(m, 1H), 3.58(s, 2H), 7.01(d, 1H, J 
= 7.5Hz), 7.26(t, 1H, J = 7.5Hz), 7.42(brs, 1H), 7.60(d, 1H, J = 7.5Hz). 
5 1-17 5 
mp : 90-94 °C 

iH-NMR (CDCI3) 8 ppm:l.l6-1.23(m, 2H), 1.37(s, 9H), 1.44-1.56(m, 2H), 
1.73-1.85(m, 3H), 2. ll-2.15(m, 2H), 3.57(t, 2H, J = 6.4Hz), 3.21(m, 1H), 3.58(m, 
2H), 3.84(d, 1H, J = 9.3Hz), 5.56(brs, 1H), 7.01(s, 1H), 7.1 l(t, 1H, J = 7.5Hz), 
10 7.21(t, 1H, J = 7.5Hz), 7.38(d, 1H, J = 7.5Hz), 7.59(d, 1H, J = 7.5Hz), 8.24(brs, 
1H). 

1-17 6 
mp : 116-118 °C 

!H-NMR (CDCI3) 8 ppm:l. 18-1.38 (m, 2H), 1.40 (s. 9H), 1.60-1.79 (m, 2H), 
15 1.95-2.30 (m, 5H), 3.30 (m, 1H), 3.69 (m, 1H), 3.80 (s, 3H), 4.64 (s, 2H), 6.67 (d, 
1H, J = 8.0Hz), 7.00 (d, 1H, J = 8.5Hz), 7.15-7.24 (m, 2H), 7.32 (brs, 1H). 
1-17 7 
mp : 219-220 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H). 1.75-2.01 (m, 
20 4H), 2.18-2.30 (m, 1H), 2.95-3.15 (m, 2H), 4.61 (e, 2H), 6.56 (m, 1H), 6.80 (d, 1H, 
J = 8.5Hz), 7.16 (m, 2H), 7.28 (brs, 1H), 9.87 (brs, 1H). 
1-17 8 
mp : 170-173 °C 

iH-NMR (CDCI3) 8 ppm:l. 18-1.39 (m, 2H), 1.40 (e, 9H), 1.50-1.80 (m, 2H), 
25 1.90-2.33 (m, 5H), 2.36 (e, 6H), 2.75 (t, 2H, J = 5.5 Hz), 3.30 (m, 1H), 3.70 (m, 
1H), 4.08 (t. 2H, J = 5.5Hz), 6.68 (d, 1H, J = 8.0Hz), 6.94 (d, 1H, J = 7.5Hz), 
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7.15-7.23 (m, 2H), 7.33 (brs, 1H). 
1-17 9 
mp : 191-193 °C 

1H-NMR (CDC1 3 ) 5 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.80 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.30 (m, 1H), 3.70 (d, 1H, J = 9.5 Hz), 4.77 (s, 2H), 6.73 (d, 1H, 
J = 8.0Hz), 7.04 (d, 1H, J = 8.0Hz), 7.20-7.31 (m, 2H), 7.48 (brs, 1H). 
1-18 0 
mp : 174-176 t 

!H-NMR (CDCI3) 6 ppm:l. 10-1.30 (m, 2H), 1.40 (s, 9H), 1.45-1.65 (m, 2H), 
10 1.81-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.58 (t, 2H. J = 6.5Hz), 3.25 (m, 1H), 3.37 
(dt, 2H, J = 5.5, 6.5Hz), 3.60 (d, 1H, J = 9.5Hz), 3.71 (s, 2H), 5.73 (brs, 1H), 
7.20-7.40 (m, 5H). 
1-18 1 
mp : 176-178 t 

15 !H-NMR (CDCI3) 6 ppm:l. 15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.70 (m, 6H), 
1.85-2.01 (m, 3H), 2.15-2.28 (m, 2H), 2.63 (t, 2H, J = 7.0Hz), 3.25 (dt, 2H. J = 6.0, 
7.0Hz), 3.27 (m, 1H), 3.63 (m, 1H), 5.35 (brs, 1H), 7.17 (m, 3H), 7.29 (m, 2H). 
1-18 2 
mp : 152-154 °C 

20 !H-NMR (CDCI3) 6 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.65 (m, 2H), 
1.85-2.05 (m, 3H), 2.09-2.25 (m, 2H), 3.25 (m, 1H), 3.45 (dt, 2H, J = 5.0, 5.0Hz), 
3.55 (t, 2H, J = 5.0Hz), 3.60 (m, 1H), 4.51 (s, 2H), 5.81 (brs, 1H), 7.29-7.40 (m, 
5H). 

1-18 3 
25 mp : 208-211 t 

!H-NMR (CDCI3) 5 ppm:1.20-1.31(m, 2H), 1.39(s, 9H), 1.62-1. 68(m, 2H), 
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1.98-2.25(m, 5H), 3.30(m, 1H), 3.57(d, 1H, J = 9.2Hz), 4.59(d, 2H , J = 5.8Hz), 
5.76(brs, 1H), 7.37(dd, 1H, J = 8.4, 2.0Hz), 7.46-7.52(m, 2H). 7.69(brs, 1H), 
7.78-7.83(m, 3H). 
1-18 4 
5 mp : 180-182 °C 

!H-NMR (CDCI3) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.60-1.69(m, 2H), 
2.05-2.09(m, 2H), 2.21-2.27(m, 3H), 3.45(m, 1H), 3.64(d, 1H, J = 9.6Hz ), 4.77(d, 
2H, J = 4.9Hz), 7.43(d, 1H, J = 8.6Hz), 7.46(brs, 1H), 7.61(t, 1H, J =7.7Hz), 
7.73(t. 1H, J = 7.7Hz), 7.87(t, 1H, J = 7.7Hz), 8.20(t, 1H, J = 7.7Hz), 8.24(d, 1H, 
10 J = 8.6Hz). 
1-18 5 
mp : 260-261 «fc 

!H-NMR (CDCI3) 8 ppm:1.22-1.32(m. 2H), 1.39(s, 9H), 1.60-1.70(m, 2H), 
1.97.2.01(m, 2H), 2.11(m, 1H), 2.21-2.24(m, 2H), 3.30(m, 1H), 3.61(d, 1H, J = 
15 9.3Hz),4.95(d, 2H, J = 6.0Hz), 5.85(bre, 1H), 7.33(d, 1H, J = 4.8Hz), 7.62(dd, 1H, 
J = 8.4, 6.9Hz), 7.75(dd, 1H, J = 8.1, 6.9Hz), 8.00(d, 1H, J = 8.1Hz), 8.20(d, 1H, 
J = 8.4Hz), 8.42(d, 1H, J = 4.8Hz). 
1-18 6 
mp : 231-233 °C 

20 !H-NMR (CDCI3) 6 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.62-1.76(m, 2H), 
2.04-2.10(m, 2H), 2.22-2.32(m, 3H), 3.30(m, 1H), 3.95(d, 1H, J = 9.3Hz), 5.04(d, 
2H, J = 4.1Hz), 7.61(d, 1H, J = 5.8Hz). 7.63Cbrs, 1H), 7.65(dd, 1H, J = 8.2, 
6.9Hz), 7.73(dd, 1H, J = 8.5, 6.9Hz), 7.86(d, 1H, J = 8.2Hz), 8.10(d, 1H, J = 
8.5Hz), 8.42(d, 1H, J = 5.8Hz). 

25 1 — 18 7 

mp : 184-187 °C 

202 



WO 01/37826 



PCT/JPOO/08197 



!H-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3 Hz), l.l8-1.30(m, 2H). 1.39(s, 9H), 
1.42-1.65(m, 4H), 1.70-1. 80(m, 2H), 1.94-2.08(m, 3H), 2.18-2.26(m, 2H), 3.29(m, 
1H), 3.61(d, 1H, J = 9.5Hz), 3.93(t, 2H, J = 6.4Hz), 4.39(d, 2H, J = 5.5Hz), 
5.67(brs, 1H), 6.79-6.83(m, 3H), 7.23(t, 1H, J = 7.6Hz). 
5 1-18 8 

mp : 224-226 °C 

!H-NMR (CDCI3) 6 ppm:.16-1.31(m, 2H), 1.38(s, 9H), 1.55-1. 70(m, 2H), 
1.92-2.07(m, 3H), 2.17-2.23(m, 2H), 3.21(m, 1H), 3.81(s, 3H), 3.83(s, 6H), 4.05(d, 
1H, J = 9.8Hz), 4.34(d, 2H, J = 5.8Hz), 5.96(brs, 1H), 6.47(s, 2H). 
10 1-18 9 

mp : 217-218 t 

!H-NMR (CD CI 3) 6 ppm:1.15-1.30(m, 2H), 1.37(s, 9H). 1.52-1.66(m, 2H), 
1.90-2.06(m, 3H), 2.13-2.20(m, 2H), 2.93(s, 6H), 3.24(m, 1H), 3.94(d. 1H, J = 
9.5Hz), 4.30(d, 2H, J = 5.5Hz), 5.73(brs. 1H), 6.69(d, 2H, J = 8.9Hz), 7.12(d, 2H, 
15 J = 8.9Hz). 
1-19 0 

mp : amorphous solid 

1H-NMR (CDCI3) 6 ppm:1.17-1.32(m, 2H), 1.39(s, 9H), 1.54-1. 72(m, 2H). 
1.96-2. 13(m, 3H), 2.18-2.27(m, 2H), 3.30(m, 1H), 3.63(d, 1H, J = 9.2Hz), 4.51(d, 
20 2H, J = 5.8Hz), 5.82(brs, 1H), 7.40(d, 2H, J = 8.5Hz), 8.02(d, 2H, J = 8.5Hz), 
8.64(s, 1H). 
1-19 1 
mp : 126-128 t 

!H-NMR (CDCI3) 5 ppm:0.97(t, 3H, J = 7.4 Hz), 1.10-1.28(m, 2H), 1.36(s, 9H), 
25 1.42-1.86(m, 9H), 2.06-2.18(m, 2H), 3.22(m, 1H), 3.95(t, 2H, J = 4.5Hz), 
4.16(brs, 1H), 4.85(s, 2H), 6.82-6. 95(m, 3H), 7.26(t, 1H, J = 7.8Hz), 8.54(brs, 
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1H). 

1-19 2 
mp : 178-181 °C 

!H-NMR (CDC1 3 ) 6 ppm:0.96(t, 3H, J = 7.3 Hz), 1.18-1. 52(m, 4H), 1.39(s, 9H). 
5 1.58-1. 76(m, 4H), 1.92-2.00(m, 2H), 2.02-2.29(m, 3H), 3.28(m, 1H), 3.78(d, 1H, 
J = 9.5Hz), 3.89(t, 2H, J = 6.6Hz), 6.00(brs, 1H), 6.78(s, 4H), 7.35(brs, 1H). 
1-19 3 
mp : 187-188 *C 

!H-NMR (CDCI3+CD3OD) 6 ppm:1.21-1.40(m, 2H), 1.38(s, 9H), 1.52-1. 69(m, 
10 2H), 1.90-2. 00(m, 2H), 2.02-2.20(m, 3H), 3.22(m, 1H), 3.75(s, 3H), 6.79(s, 4H). 
1-19 4 
mp : 251-253 °C 

*H-NMR (DMSO-ds) 8 ppm:1.27(s, 9H), 1.24-1.50(m, 4H), 1.72.1.83(m, 2H) ( 
1.91-1.99(m, 2H), 2.16(m, 1H), 3.02(m, 1H), 3.82(s, 3H), 6.79(d, 1H, J = 8.2Hz), 
15 7.01(d, 2H, J = 8.8Hz), 7.85(d, 2H, J = 8.8Hz), 9.72(brs, 1H), 8.64(brs, 1H). 
1-19 5 
mp : 183-185 t 

!H-NMR (CDCI3) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.58-1.75(m, 2H), 
2.05-2.10(m, 2H), 2.20-2.30(m, 3H), 3.32(m, 1H), 3.70(s, 2H), 3.73(s, 3H), 6.79(s, 
20 1H), 8.83(br8, 1H). 
1-19 6 
mp : 185-187 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.44 (t, 6H, J = 7.0 
Hz), 1.60-1.80 (m, 2H), 1.95-2.35 (m, 6H), 3.30 (m, 1H), 3.62 (d, 1H, J = 8.9 Hz), 
25 4.06 (q, 2H, J = 7.0 Hz), 4.09 (q, 2H, J = 7.0 Hz), 6.08 (s, 1H), 7.02 (s, 1H), 7.36 
(s, 1H). 
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1-19 7 
mp : 211-213 °C 

!H-NMR (CDC1 3 ) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
2.00-2.36 (m, 5H), 2.61 (s, 3H), 3.32 (m, 1H), 3.64 (d, 1H, J = 9.2 Hz). 7.28 (s, 
5 1H), 7.43 (t, 1H, J = 7.5 Hz), 7.69 (d, 1H, J = 7.5 Hz), 7.85 (d, 1H, J = 7.5 Hz), 
8.02 (s, 1H). 
1-19 8 
mp : 268-269 t 

iH-NMR (CDCI3) 6 ppm: 1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.42-2.32 (m, 7H), 
10 2.90-3.10 (m, 4H), 3.30 (m, 1H), 3.68 (d, 1H, J = 8.8 Hz), 6.59 (s, 1H), 7. 18 (d. 1H, 
J = 8.7 Hz), 7.59 (d, 1H, J = 8.7 Hz), 7.77 (brs, 1H). 
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1-214 mp : 206-207 "C 

1H-NMR (CDC1 3 ) 6 ppm: 0.93(t, 3H, J = 7.4 Hz). 1.30-1.42(m, 2H), 1.49(d, 6H, 
J = 6.9 Hz), 1.53-1.65(m, 2H), 2.61(t, 2H, J = 7.7 Hz), 4.15(sept, 1H, J = 6.9 Hz), 
7.04(d, 1H, J = 8.2 Hz), 7.20(d, 2H. J = 8.2 Hz), 7.61(d, 2H, J = 8.2 Hz), 7.89(d, 
5 1H, J = 8.8 Hz), 8.18(s, 1H), 10.55(6, 1H). 
1-215 

!H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.30-1.41(m, 2H), 1.52- 
1.63(m, 2H), 1.95(s, 6H), 2.61(t, 2H, J = 7.8Hz), 6.99(brs, 1H), 7.20(d, 2H, J = 
8.5Hz), 7.65(d, 2H, J = 8.5Hz), 7.93(dd, 1H, J = 8.5, 2.5Hz), 8.28(d, 1H, J = 
10 8.5Hz), 8.55(d, 1H, J = 2.5Hz), 9.76(brs, 1H). 
I a - 1 

mp 221-224 °C 

iH-NMR (CDCI3) 6 ppm: 1.19-1.38 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.18 (t, 4H, J = 4.8 Hz), 3.21-3.38 (m, 1H), 3.85 (t, 4H, J = 4.8 
15 Hz), 6.64-6.32 (m, 2H), 7.11 (s, 1H), 7.20 (t, 1H, J = 7.8 Hz), 7.45 (s, 1H). 
I a — 3 
mp 87-90 °C 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.37 (d, 6H, J = 6.9 Hz), 
1.59-1.70 (m, 2H), 1.76-1.88 (m, 2H), 2.32-2.42 (m, 4H), 3.11-3.23 (m, 3H), 3.39 
20 (d, 2H, J = 10.8 Hz), 3.74-3.86 (m, 2H), 4.34 (t, 1H, J = 9.0 Hz), 6.86 (d, 2H, J = 
9.0 Hz), 7.30 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
I a - 4 
mp 233-234 °C 

!H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.26-1.37 (m, 
25 2H), 1.62-1.78 (m, 2H), 2.00-2.22 (m, 5H), 2.42 (t, 2H, J = 11.7 Hz), 3.20-3.40 (m, 
1H), 3.46 (d, 2H. J = 10.5 Hz), 3.67 (d, 1H, J = 9.3 Hz), 3.72-3.84 (m, 2H), 
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6.62-6.76 (m, 2H), 7.10 (s, 1H), 7.18 (t, 1H, J = 7.8 Hz), 7.42 (s, 1H). 
I a — 5 
mp 125-126 °C 

iH-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.59-1.70 (m, 
5 2H), 1.77-1.84 (m, 2H). 2.30-2.46 (m, 4H), 3.24 (q, 2H, J = 6.6 Hz), 3.38 (d. 2H, 
J = 11.7 Hz), 3.74-3.88 (m, 2H), 4.08 (t, 1H, J = 5.7 Hz), 6.87 (d. 2H, J = 8.7 Hz), 
7.30 (6, 1H), 7.41 (d, 2H, J = 8.7 Hz). 
I a - 6 
mp 229-230 °C 

10 iH-NMR (CDCI3) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.26-1.34 (m, 2H), 1.39 (d. 
6H. J = 6.9 Hz), 1.61-1.77 (m, 2H), 1.98-1.26 (m, 5H), 2.32-2.46 (m, 2H), 3.15 
(quintet, 1H, J = 6.6 Hz), 3.22-3.35 (m, 1H), 3.39 (d, 211, J = 11.4 Hz), 3.74-3.92 
(m, 2H), 3.88 (d, 1H, J = 8.4 Hz), 6.96-6.71 (m, 2H), 7.05 (brs, 1H), 7.39 (d, 2H, 
J = 9.3 Hz). 

15 I a - 7 

mp 253-254 °C 

iH-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.27 (s. 9H), 1.77-2.07 (m, 4H), 
2.16-2.34 (m, 1H), 2.97-3.15 (m, 1H), 6.78 (d, 1H, J = 7.2 Hz), 7.01 (t, 1H, J = 6.0 
Hz), 7.27 (t, 2H, J = 6.6 Hz), 7.58 (d, 2H, J = 7.5 Hz), 9.78 (s, 1H). 
20 I a - 8 

mp 257-258 °C 

1 H-NMR (DMSO) 8 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.88 (m, 2H), 
1.88-2.00 (m, 2H), 2.16-2.34 (m, 1H), 2.23 (s, 3H), 2.92-3.14 (m, 1H), 6.77 (d, 1H, 
J = 8.4 Hz), 7.07 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.1 Hz), 9.68 (s, 1H). 
25 I a - 9 

mp 231-232 °C 
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!H-NMR (CDCI3) 5 ppm: 1.21 (t, 3H, J = 7.5 Hz), 1.22-1.38 (m, 2H), 1.40 (s, 
9H), 1.62-1.78 (m, 2H), 1.98-2.31 (m, 5H), 2.61 (q, 2H, J = 7.5 Hz), 3.24-3.38 (m, 
1H), 3.70 (d, 1H, J = 9.9 Hz), 7. 1 1 (s, 1H), 7. 14 (d, 2H, J = 8.7 Hz), 7.40 (d, 2H, 
J = 8.7 Hz). 
5 1 a - 1 0 
mp 233-234 °C 

!H-NMR (CDCI3) « ppm: 0.96 (t, 3H, J = 7.2 Hz), 1.20-1.37 (m, 2H), 1.40 (s, 
9H), 1.56-1.78 (m, 4H), 1.98-2.32 (m, 5H), 2.54 (t, 2H, J = 7.2 Hz), 3.23-3.39 (m, 
1H), 3.66 (d. 1H, J = 9.6 Hz), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, 
10 J = 8.4 Hz). 
I a - 1 1 
mp 243-244 «C 

J H-NMR (CDC13) 6 ppm: 1.22 (d, 6H, J = 6.9), 1.22-1.77 (m, 4H), 1.40 (s, 9H), 
2.01-2.30 (m, 5H), 2.83-2.92 (m, 1H), 3.24-3.40 (m, 1H), 3.66-3.69 (m, 1H), 7.09 
15 (s, 1H), 7.17 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.1 Hz). 
I a - 1 2 
mp 246-247 °C 

!H-NMR (CDC13) 5 ppm: 0.80 (t. 3H, J = 7.5), 1.20 (d, 3H, J = 7.2), 1.26-1.77 
(m, 6H), 1.40 (s, 9H). 2.01-2.27 (m, 5H), 2.51-2.60 (m, 1H), 3.20-3.38 (m, 1H), 
20 3.64-3.69 (m, 1H), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.4 Hz). 
I a - 1 3 
mp 278-279 'C 

*H-NMR (CDC13) 6 ppm: 1.22-1.52 (m, 4H), 1.29 (s, 9H), 1.40 (s, 9H), 1.61- 
1.77 (m, 2H), 2.02-2.30 (m, 5H), 3.20-3.38 (m, 1H), 3.66-3.69 (m, 1H), 7.10 (s, 
25 1H), 7.33 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
I a - 1 4 
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mp 263-264 »C 

1H-NMR (DMSO) 6 ppm: 1.24-1.51 (m, 4H), 1.27 (s, 9H), 1.82-1.99 (m, 4H), 
2.19-2.28 (m, 1H), 2.98-3.12 (m, 1H). 6.78 (d, 1H. J = 8.7 Hz), 7.33 (d, 2H, J = 8.7 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 9.94 (s, 1H). 
5 1 a - 1 5 
mp 209-210 °C 

*H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.70-1.98 (m, 
8H), 2.19-2.38 (m, 3H), 3.39 (d, 2H, J = 11.7 Hz), 3.58-3.92 (m, 3H), 4.12-4.26 (m, 
1H), 6.82-6.96 (m, 2H), 7.10 (br, 1H), 7.41 (d, 2H, J = 8.1 Hz). 
10 I a — 1 6 

mp 238-240 «C 

iH-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.81-1.84 (m, 2H), 

1.93- 1.97 (m, 2H), 2.16-2.23 (m, 1H), 2.95-3.12 (m, 1H), 3.70 (s. 3H), 6.77 (d, 1H, 
J = 8.4 Hz), 6.85 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.3 Hz), 9.64 (s, 1H). 

15 I a - 1 7 

mp 245-246 °C 

!H-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 <s, 9H), 1.83-1.87 (m, 2H), 

1.94- 1.99 (m, 2H), 2.20-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 
7.28 (d, 2H. J = 8.7 Hz), 7.69 (d, 2H, J = 9.0 Hz), 9.64 (s, 1H). 

20 I a - 1 8 

mp 240-241 «C 

iH-NMR (CDC13) 6 ppm: 1.22-1.78 (m, 4H), 1.40 (s, 9H), 2.05-2.33 (m, 5H), 
3.22-3.44 (m, 1H), 3.64-3.67 (m, 1H), 6.61 (s, 1H), 6.69-6.77 (m, 2H). 
I a - 1 9 
25 mp 240-241 °C 

!H-NMR (CDC13) 6 ppm: 1.24-1.77 (m, 4H), 1.40 (s, 9H), 2.05-2.30 (m, 5H), 

209 



WO 01/37826 



PCT/JP00/08197 



3.22-3.38 (m, 1H), 3.70-3.74 (m, 1H), 7.00-7.15 (m, 3H), 7.36 (s, 1H), 8.29-8.34 
(m, 1H). 
I a - 2 0 
mp 239-240 °C 

5 !H-NMR (CDC13) 8 ppm: 1.24-1.78 (m, 4H), 1.40 (s, 9H), 2.02-2.30 (m, 5H), 
3.22-3.40 (m, 1H), 3.63-3.66 (m, 1H), 6.89-6.84 (m, 1H), 7.10-7.17 (m, 2H), 
7.22-7.34 (m, 1H), 7.48-7.51 (m, 1H). 
I a - 2 1 
mp 259-260 °C 

10 !H-NMR (CDCI3/DMSO) 8 ppm: 1,21 (d, 6H, J = 6.0 Hz), 1.22-1.44 (m, 2H), 
1.40 (s, 9H), 1.60-1.78 (m, 2H), 1.87-2.03 (m, 2H), 2.08-2.29 (m, 3H), 2.39 (t, 2H, 
J = 10.2 Hz), 3.14-3.32 (m, 1H), 3.19 (d, 2H, J= 11.4 Hz), 3.77-3.93 (m, 2H), 5.33 
(d, 1H, J = 9.0 Hz), 6.84 (dd, 1H, Jfh, hh = 8.1, 8.1 Hz), 7.20 (d, 1H, J = 7.8 Hz), 
7.49 (d, 1H, Jfh = 14.7 Hz), 8.86 (e, 1H). 

15 I a - 2 2 

mp 234-235 »C 

1 H-NMR (CDCI3) 6 ppm: 1,20 (d, 6H. J = 5.7 Hz), 1.22-1.44 (m, 2H), 1.38 (s, 
9H), 1.54-1.76 (m, 2H), 1.94-2.32 (m, 5H), 2.27 (s, 3H), 2.39 (t, 2H, J = 10.8 Hz), 
2.87 (d, 2H, J = 11.4 Hz), 3.20-3.40 (m, 1H), 3.76-3.92 (m, 2H), 3.91 (d, 1H, J = 
20 9.3 Hz), 6.93 (d, 1H, J = 8.1 Hz), 7.21 (brs, 1H), 7.27 (brs, 1H), 7.36 (brs, 1H). 
I a - 2 3 
mp 195-196 °C 

!H-NMR (CDCI3) 6 ppm: 1.20-1.44 (m, 4H), 1.41 (s, 9H), 1.59-1.76 (m, 2H), 
2.03-2.14 (m, 2H), 2.15-2.33 (m, 3H), 3.20-3.40 (m, 1H), 3.64 (s, 1H, J = 9.0 Hz), 
25 7.19-7.24 (m, 1H), 7.44 (bra, 1H), 7.52-7.63 (m, 2H), 8.17 (d, 1H, J = 8.7 Hz). 
I a - 2 4 
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mp 209-210 °C 

*H-NMR (CDCI3) S ppm: 1.22-1.39 (m, 2H), 1.56 (s, 9H), 1.61-1.78 (m, 2H), 
2.00-2.12 (m, 2H), 2.17-2.33 (m, 3H), 3.24-3.39 (m, 1H), 3.67 (d, 1H, J = 9.6 Hz), 
6.90-7.01 (m, 1H), 7.21 (s, 1H), 7.95-8.06 (m, 1H). 
5 I a - 2 5 
mp 278-281 °C 

1 H-NMR (DMSO-ds) 6 ppm: 1.10 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.55 (m, 
4H), 1.78-2.00 (m, 4H), 2.11-2.26 (m, 1H), 2.31 (t, 2H, J= 11.1 Hz), 3.00-3.10 (m, 
1H), 3.08 (d, 1H, J = 10.8 Hz), 3.67-3.80 (m, 2H), 6.78 (d, 1H, J = 8.7 Hz), 7.08 
10 (d, 1H, J = 9.0 Hz), 7.41 (dd, 1H, J = 2.4, 8.7 Hz), 7.78 (d, 1H, J = 8.7 Hz), 9.85 
(s, 1H). 
I a — 2 6 
mp 253-255 °C 

!H-NMR (DMSO-ds) 6 ppm: 1.13 (d, 6H, J = 6.0 Hz), 1.27 (e, 9H), 1.28-1.52 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.21 (t, 2H, J= 11.1 Hz), 2.26-2.36 (m, 1H), 2.96-3.10 (m, 
1H), 3.56 (d, 1H, J = 12.3 Hz), 3.60-3.72 (m, 2H), 6.66-6.84 (m, 4H), 7.47 (t, 1H, 
J = 9.3 Hz), 9.28 (6, 1H). 
I a - 2 7 
mp 223-226 °C 

20 iH-NMR (DMSO-ds) 5 ppm: 1.09 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.54 (m, 
4H), 1.77-2.01 (m, 4H), 2.32 (t, 2H, J = 11.1 Hz), 2.32-2.42 (m, 1H), 2.90 (d, 1H, 
J= 11.4 Hz), 2.96-3.12 (m, 1H), 3.76-3.92 (m, 2H), 6.78-6.98 (m, 3H), 7.68 (dd, 
1H, J = 3.3, 8.7 Hz), 8.84 (s, 1H). 
I a - 2 8 

25 mp 237-238 "C 

1 H-NMR (CDCI3) 6 ppm: 1.22-1.44 (m, 2H), 1,25 (d, 6H, J = 6.3 Hz), 1.40 (s, 
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9H), 1.61-1.79 (m, 2H), 2.05-2.32 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J = 10.2 Hz), 
3.22-3.42 (m, 1H), 3.40 (d, 2H, J = 11.1 Hz), 3.65 (d, 1H, J = 9.3 Hz), 3.72-3.90 
(m, 2H), 6.70-6.78 (m, 2H), 6.81 (brs, 1H), 7.50 (d, 1H, J = 9.6 Hz). 
I a - 2 9 
5 mp 208-209 °C 

1H-NMR (CDC1 3 ) 6 ppm: 1.22 (d, 6H, J = 6.0 Hz), 1.23-1.40 (m, 2H), 1.40 (s, 
9H), 1.60-1.78 (m, 2H), 2.00-2.16 (m, 2H), 2.14-2.33 (m, 3H), 2.45 (t, 2H, J = 
11.1 Hz), 3.21 (d, 2H, J = 10.8 Hz), 3.24-3.38 (m, 1H), 3.63 (d, 1H, J = 9.3 Hz), 
3.80-3.94 (m, 2H), 5.33 (d, 1H, J = 9.0 Hz), 6.66 (dd, 1H, Jfh. hh = 6.6, 6.6 Hz), 
10 7.16 (brs, 1H), 7.89 (dd, 1H, Jfh. hh = 9.0, 9.0 Hz). 
I a - 3 0 
mp 284-287 °C 

!H-NMR (DMSO-de) 6 ppm: 1.08 (d, 6H, J = 6.0 Hz), 1.26 (e, 9H), 1.28-1.53 (m, 
4H), 1.82-2.22 (m, 4H), 2.25-2.39 (m, 1H), 2.78 (t, 2H, J = 10.5 Hz), 2.97-3.14 (m, 
15 1H), 3.18 (d, 2H, J = 11.4 Hz), 3.65-3.76 (m, 2H), 6.79 (d, 1H, J = 8.7 Hz), 9.75 
(s, 1H). 
I a — 3 1 
mp 200-201 °C 

iH-NMR (CDC13) 6 ppm: 1.22-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.04-2.32 (m, 5H), 3.22-3.40 (m, 1H), 3.62-3.66 (m, 1H), 7.22-7.24 (m, 1H), 
7.38-7.38 (m, 1H), 7.60 (s, 1H), 8.33-8.36 (m, 1H). 
1 a - 3 2 
mp 260-261 °C 

1 H-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.38 (s, 9H), 1.64 (q, 2H, 
25 J = 13.5 Hz), 1.95 (d, 2H, J = 12.3 Hz), 2.16 (d, 2H, J = 10.5 Hz), 2.18-2.32 (m, 
1H), 3.14-3.30 (m, 1H), 5.53 (d, 1H, J = 9.0 Hz), 7.31 (d, 1H, J = 8.7 Hz), 7.46 (dd, 
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1H, J = 2.4, 8.7 Hz), 7.90 (d, 1H, J = 2.1 Hz), 9.35 (s, 1H). 
I a — 3 3 
mp 227 °C 

1 H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.30-1.56 (m, 4H), 1.78-2.01 (m, 2H), 
5 2.12-2.36 (m, 2H), 2.96-3.13 (m, 1H), 3.70 (s, 3H), 3.71 (s, 3H), 6.77 (d, 1H, J = 
8.7 Hz), 6.85 (d, 1H, J = 8.7 Hz), 7.06 (dd, 1H, J = 2.4, 8.7 Hz), 7.33 (d, 1H, J = 
2.4 Hz), 9.65 (s, 1H). 
I a - 3 5 
mp 214-216 °C 

10 ^-NMR (CDC1 3 ) 6 ppm: 1.23-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.00-2.12 (m, 2H), 2.20-2.32 (m, 3H), 3.24-3.39 (m, 1H), 3.68 (d, 1H, J = 9.0 Hz), 
6.77 (d, 1H, J = 8.7 Hz), 7.00 (dd, 1H, J = 2.4, 8.7 Hz). 7.77 (s, 1H), 8.45 (d, 1H, 
J = 2.4 Hz). 
I a — 3 6 

15 m.p. 241-242 °C 

1 H-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 11.7 Hz), 1.93 (d, 2H, J = 12.0 Hz), 2.12 (d, 2H, J = 10.8 Hz), 2.16-2.30 (m, 
1H), 3.12-3.28 (m, 1H), 3.84 (s, 3H), 6.07 (d, 1H, J = 8.4 Hz), 6.89 (dd, 1H, Jfh. 
hh = 9.3, 9.3 Hz), 7.24 (d, 1H, J = 8.7 Hz), 7.55 (d, 1H, Jfh = 13.5 Hz), 9.32 (s, 

20 1H). 

I a - 3 7 
mp 248-249 «C 

iH-NMR (CDC13) 8 ppm: 0.60-0.73 (m, 1H), 0.91 (d, 6H. J = 6.6), 1. 12-1.40 (m, 
2H), 1.40 (s, 9H), 1.54-1.88 (m, 5H). 1.98-2.29 (m, 7H), 3.22-3.37 (m, 1H), 
25 3.51-3.54 (m, 2H), 3.72 (d, 1H, J = 9.6), 6.88 (d, 1H, J = 8.7), 7.06 (s, 1H), 7.35 (d, 
1H, J = 9.0). 
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I a - 3 8 
mp 237-238 «C 

iH-NMR (CDC13) 6 ppm: 1.01 (d, 6H, J = 6.6), 1.20-1.40 (m, 2H), 1.40 (s, 9H), 
1.60-1.74 (m, 4H), 1.99-2.28 (m, 7H), 2.69-2.82 (m, 2H), 3.02-3.14 (m, 2H), 
5 3.20-3.38 (m, 1H), 3.80-3.90 (m, 1H), 6.83-6.86 (m, 2H), 7.14 (s, 1H), 7.34 (d, 1H, 
J= 8.4). 
I a - 3 9 
mp 234-235 °C 

1 H-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.77 (m, 2H), 
10 1.90-2.32 (m, 5H), 3.21-3.39 (m, 1H), 3.65 (d, 1H, J = 9.6 Hz), 6.87 (d, 1H, J = 8.7 
Hz), 7.04 (s, 1H), 7.37 (dd, 1H, J = 2.7, 8.7 Hz), 7.56 (d, 1H, J = 2.7 Hz). 
I a - 4 0 
mp 257-258 °C 

*H-NMR (DMSO-ds) S ppm: 1.14 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.53 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.13-2.256 (m, 1H), 2.30 (t, 2H, J = 11.7 Hz), 2.97-3.12 
(m, 1H), 3.53-3.67 (m, 2H), 4.01 (d, 1H, J = 12.3 Hz), 6.80 (dd, 1H, J = 3.0, 9.0 
Hz), 7.79 (d, 1H, J = 9.0 Hz), 8.27 (s, 1H), 9.66 (s, 1H). 
I a — 4 1 
mp 245-246 »C 

20 *H-NMR (CDCI3/DMSO) 6 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 12.6 Hz), 1.94 (d, 2H, J = 11.1 Hz), 2.13 (d, 2H, J = 11.1 Hz), 2.18-2.35 (m, 
1H), 3.11-3.29 (m, 1H), 6.07 (d. 1H, J = 8.1 Hz), 6.95-7.06 (m, 1H), 7.14-7.27 (m, 
1H), 7.44 (d, 1H. J = 7.2 Hz), 7.79 (s, 1H), 9.48 (s, 1H). 
I a - 4 3 

25 mp 294-295 °C 

iH-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.28-1.53 (m, 4H), 1.76-1.87 (m, 2H), 
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1.89-2.00 (m, 2H), 2.13-2.25 (m, 1H), 2.96-3.10 (m, 5H), 3.52-3.60 (m, 4H), 6.78 
(d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz). 7.44 (d. 2H, J = 9.0 Hz), 9.59 (s, 1H). 
I a - 4 4 
mp 250-252 8 C 

5 !H-NMR (CDC1 3 ) 6 ppm: 1.13 (d, 6H, J = 6.3 Hz), 1.21-1.38 (m, 2H), 1.41 (s, 
9H), 1.63-1.80 (m, 2H), 1.93 (t, 2H, J = 10.8 Hz), 2.00-2.10 (m, 2H), 2.16-2.32 (m, 
3H), 3.24-3.39 (m, 1H), 3.54 (d, 2H, J = 10.2 Hz), 3.64-3.78 (m, 3H), 7.47 (s, 1H), 
7.69 (d, 2H, J = 9.0 Hz), 7.73 (d, 2H, J = 9.0 Hz). 
I a - 4 5 
10 mp 193 °C 

*H-NMR (DMSO-ds) 6 ppm: 1.10 (t, 6H, J = 7.2 Hz), 1.26 (s, 9H), 1.28-1.52 (m, 
4H), 1.75-1.86 (m, 2H), 1.89-2.01 (m. 2H), 2.10-2.22 (m, 1H), 2.96-3.10 (m, 1H), 
3.30-3.52 (m, 12H), 6.60 (d, 2H, J = 9.0 Hz), 6.80 (d, 1H, J = 9.0 Hz), 7.33 (d, 2H, 
J = 9.0 Hz). 9.46 (s, 1H). 
15 I a - 4 6 
mp >300 °C 

*H-NMR (DMSO-ds) 6 ppm: 1.28 (s, 9H), 1.28-1.58 (m, 4H), 1.83-2.04 (m, 4H), 
2.23-2.36 (m, 1H), 2.46 (s, 3H), 3.00-3.14 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.34 
(d, 1H, J = 8.7 Hz), 7.78 (d, 2H, J = 8.7 Hz), 7.89 (d, 1H, J = 8.4 Hz), 7.91 (s, 1H), 
20 8.00 (d, 2H, J = 8.7 Hz), 10.13 (s, 1H). 
I a - 4 7 
mp 236-237 °C 

!H-NMR (CDCI3) 6 ppm: 0.97 (d, 6H, J = 6.6 Hz), 1.01 (d, 6H, J = 6.6 Hz), 

I. 20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.84 (m, 3H), 1.97-2.31 (m, 5H), 2.50 (t, 1H, 
25 J = 10.8 Hz), 2.78 (dt, 1H, J = 3.3, 11.4 Hz), 3.25-3.38 (m, 1H), 3.45 (d, 1H, J = 

II. 4 Hz), 3.75 (dt, 1H, J = 2.4, 11.4 Hz), 4.02 (dt, 1H, J = 2.4, 1 1.4 Hz), 6.88 (d, 
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2H, J = 9.0 Hz), 7.05 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 
I a - 4 8 
mp 228-229 °C 

!H-NMR (CDC1 3 ) 8 ppm: 0.88 (t, 6H, J = 7.2 Hz), 1.19-1.45 (m, 4H), 1.40 (s, 
5 9H), 1.45-1.76 (m, 4H), 1.76-1.92 (m, 1H), 1.96-2.30 (m, 5H), 2.66-3.20 (m, 3H), 
3.20-3.40 (m, 1H), 3.78 (d, 1H, J = 9.3 Hz), 3.82 (e, 1H), 6.62-6.98 (m, 2H), 7.09 
(brs, 1H), 7.37 (d, 2H, J = 7.8 Hz). 
I a - 4 9 
mp 262-263 °C 

10 *H-NMR (CDCI3/DMSO) 6 ppm: 1.21 (d, 6H, J = 5.7 Hz), 1.26-1.34 (m, 2H), 
1.37 (d, 6H, J = 5.4 Hz), 1.52-1.76 (m, 2H), 1.85-2.03 (m, 2H), 2.03-2.30 (m, 3H), 
2.30-2.53 (m, 2H), 3.02-3.33 (m, 4H), 3.75-3.98 (m, 2H), 5.70 (brs, 1H), 6.73-6.98 
(m, 1H), 7.14-7.25 (m, 1H), 7.52 (d, 1H, Jfh = 13.5 Hz), 8.86 (brs, 1H). 
I a - 5 0 

15 mp 232-233 «C 

!H-NMR (CDCI3) 6 ppm: 1.21 (d, 6H, J = 6.3 Hz). 1.22-1.37 (m, 2H), 1.38 (d, 
6H, J = 6.9 Hz), 1.68 (q, 2H, J = 12.6 Hz), 1.98-2.26 (m, 5H), 2.29 (s, 3H), 2.41 (t, 
2H, J = 10.2 Hz), 2.88 (d, 2H, J = 11.1 Hz), 3.15 (septet, 1H, J = 6.6 Hz), 3.21- 
3.37 (m, 1H), 3.77-3.92 (m, 2H), 3.87 (d, 1H, J = 7.8 Hz), 6.88-7.06 (m, 3H), 7.35 

20 (s, 1H). 

I a - 5 1 
mp 211-212 °C 

!H-NMR (CDCI3) 5 ppm: 1.20-1.42 (m, 2H), 1.26 (d, 6H, J = 6.3 Hz), 1.38 (d, 
6H, J = 6.9 Hz). 1.62-1.78 (m, 2H), 1.99-2.28 (m, 5H), 2.49 (dd, 2H, J = 10.5, 10.5 
25 Hz). 3.17 (quint, 1H, J = 6.9 Hz), 3.20-3.38 (m, 1H), 3.66-3.99 (m, 2H), 3.90-4.01 
(m, 3H), 6.62 (d, 1H, J = 9.0 Hz), 7.06 (s, 1H), 7.90 (dd, 1H, J = 2.4, 9.0 Hz), 8.09 
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(d, 1H, J = 2.4 Hz). 
I a - 5 2 
mp 247-249 °C 

1 H-NMR (CDC1 3 ) 6 ppm: 1.21-1.36 (m, 2H), 1.40 (s, 9H) 1.62-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 2.55 (t, 4H, J = 6.0 Hz), 3.23-3.38 (m, 1H), 3.55 (t, 4H, J = 6.0 
Hz), 3.72 (d, 1H, J = 9.6 Hz), 6.94 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.42 (d. 1H, 
J = 9.0 Hz). 
I a - 5 3 
mp 234-235 °C 

10 iH-NMR (CDCI3) 6 ppm: 1.22-1.38 (m, 2H), 1.41 (s, 9H) 1.64-1.80 (m, 2H), 
2.00-2.32 (m, 5H), 3.25-3.40 (m, 1H), 3.73 (d, 1H, J = 9.3 Hz), 7.43 (s, 1H), 7.48 
(t, 2H, J = 7.5 Hz), 7.55-7.66 (m, 3H), 7.68-7.89 (m, 4H). 
1 a - 5 4 
mp 235-236 °C 

15 iH-NMR (CDCI3) 8 ppm: 1.24-1.39 (m, 2H), 1.25 (d, 6H, J = 6.3 Hz), 1.39 (d, 
6H, J = 6.9 Hz), 1.60-1.80 (m, 2H), 2.00-2.28 (m, 5H), 2.21 (s. 3H), 2.38 (t, 2H, J 
= 10.8 Hz), 3.15 (septet, 1H, J = 6.3 Hz), 3.23-3.38 (m, 1H), 3.40 (d, 2H, J = 11.7 
Hz), 3.72-3.88 (m, 2H), 3.87 (d, 1H, J = 9.3 Hz), 6.78-6.86 (m, 3H), 7.50 (d, 1H, 
J = 9.6 Hz). 

20 I a - 5 5 

mp 185-186 °C 

!H-NMR (CDCI3) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22-1.38 (m, 2H), 1.41 (s. 
9H), 1.62-1.78 (m, 2H), 2.02 (t, 2H, J = 10.5 Hz), 2.02-2.10 (m, 2H), 2.16-2.31 (m, 
3H), 3.24-3.39 (m, 1H), 3.56 (d, 2H, J = 9.3 Hz), 3.63-3.80 (m, 3H), 7.46 (dd, 1H, 
25 J = 1.5, 8.1 Hz), 7.51 (t, 1H, J = 8.1 Hz), 7.63 (s, 1H), 7.81 (t, 1H, J = 1.8 Hz), 
7.98 (dt, 1H, J = 1.8, 8.1 Hz). 
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I a - 5 6 
mp 229-230 °C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.38 (s, 6H), 1.78- 
1.84 (m, 2H), 1.90-2.00 (m, 2H), 2.15-2.30 (m, 1H), 2.97-3.13 (m, 1H), 4.90 (s, 
5 1H), 6.79 (d, 1H, J = 9.0 Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.48 (d, 2H, J = 8.4 Hz), 
9.72 (s, 1H). 
I a — 5 7 
mp 211-212 °C 

!H-NMR (CDCI3/DMSO) 6 ppm: 1.24-1.40 (m, 2H), 1.38 (s, 9H), 1.57-1.74 (m, 
10 2H), 1.91 (s, 3H), 1.92-2.01 (m, 2H), 2.12-2.24 (m, 2H), 2.51 (brs, 1H), 3.18-3.33 
(m, 1H), 4.96 (d, 1H, J = 9.3 Hz), 7.16-7.53 (m, 9H), 7.41 (s, 1H). 
I a - 5 8 
mp 298-299 °C 

iH-NMR (DMSO-de) 6 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.28-1.54 (m, 4H), 
15 1.75-2.02 (m, 4H), 2.14-2.28 (m, 1H), 2.97-3.11 (m, 1H), 6.78 (d, 1H, J = 8.4 Hz), 
7.18 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.46 (s, 1H), 9.76 (s, 1H). 
I a — 5 9 
mp 253-254 °C 

!H-NMR (CDCI3) 6 ppm: 1.22-1.40 (m, 2H), 1.41 (s, 9H), 1.65-1.81 (m, 2H), 
20 2.04-2.16 (m, 2H), 2.22-2.36 (m, 2H), 3.24-3.41 (m, 1H), 3.74 (d, 1H, J = 9.6 Hz), 
7.40-7.54 (m, 3H), 7.88-8.01 (m, 3H), 8.66 (d, 1H, J = 1.5 Hz), 9.57 (d, 1H, J = 1.2 
Hz). 

I a - 6 0 
mp 213-214 °C 

25 X H-NMR (DMSO) 6 ppm: 1.32-1.50 (m, 2H), 1.35 (s, 9H), 1.52-1.70 (m, 2H), 
1.88-2.00 (m, 2H), 2.04-2.16 (m, 2H), 2.22-2.38 (m, 1H), 2.65 (s, 3H), 2.99-3.15 
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(m, 1H), 6.46 (d, 1H, J = 9.3 Hz), 7.28 (d, 1H, J = 9.0 Hz), 7.81 (s, 1H), 8.20 (s, 
1H), 8.47 (s, 1H), 9.89 (s, 1H). 
I a - 6 1 
mp 274-275 °C 

5 iH-NMR (DMSO) 6 ppm: 1.27 (s, 1H), 1.28-1.58 (m, 4H), 1.84-2.08 (m, 4H), 
2.22-2.40 (m, 1H), 2.99-3.15 (m, 1H), 3.01 (s, 3H), 6.81 (d, 1H, J = 8.1 Hz), 7.78 
(d, 2H, J = 7.8 Hz), 7.84 (d, 2H, J = 8.4 Hz), 8.18 (s. 1H), 10.43 (s, 1H). 
I a - 6 2 
mp 235-236 »C 

10 !H-NMR (CDC1 3 ) 6 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 3H), 1.66-1.80 (m, 2H), 
2.01-2.12 (m, 2H), 2.14-2.22 (m, 1H), 2.23-2.34 (m, 2H), 3.24-3.42 (m, 1H), 3.69 
(d, 1H, J = 9.5 Hz), 6.44 (d, 1H, J = 9.3 Hz), 7.27 (brs, 1H), 7.28 (d, 1H, J = 9.3 
Hz), 7.37 (dd, 1H, J = 2.4, 9.0 Hz), 7.68 (d, 1H, J = 9.6 Hz), 8.04 (d, 1H, J = 2.4 
Hz). 

15 I a - 6 3 

mp 277-279 °C 

*H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.77-2.02 (m, 4H), 
2.15-2.29 (m, 1H), 2.90 (s, 3H), 2.96-3.13 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.12 
(d, 2H, J = 9.0 Hz), 7.54 (d, 2H, J = 9.0 Hz), 9.50 (s, 1H), 9.81 (s, 1H). 
20 I a - 6 4 

mp 259-260 °C 

!H-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.26-1.50 (m, 4H), 1.74-3.99 (m, 4H), 
2.10-2.25 (m, 1H), 2.95-3.10 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 6.97 (d, 2H, J = 9.0 
Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.50-7.71 (m, 5H), 9.73 (s, 1H), 10.05 (s, 1H). 
25 I a - 6 5 

mp 292-293 °C 
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1 H-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.62-1.72 (m, 2H), 
1.77-1.87 (m, 2H), 1.91-2.10 (m, 4H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 
3.41-3.52 (m, 2H), 5.09 (s, 1H), 6.79 (d, 1H, J = 9.0 Hz), 6.91 (d, 2H, J = 9.0 Hz), 
7.37 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 9.56 (s, 
5 1H). 

1 a - 6 6 
mp >300 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.58 (m, 4H), 1.85-2.02 (m, 4H), 
2.40-2.52 (m, 1H), 3.00-3.16 (m, 1H), 6.81 (d, 1H, J = 9.0 Hz), 7.50-7.58 (m, 3H), 
10 7.90-7.97 (m, 2H), 12.58 (s, 1H). 
I a - 6 7 
mp 199-200 °C 

!H-NMR (DMSO-de) 6 ppm: 1.14 (d. 6H, J = 6.3 Hz), 1.28 (s, 9H), 1.31-1.48 (m, 
4H), 1.76-1.88 (m, 2H), 2.17 (t, 2H, J = 11.1 Hz), 2.82 (t, 2H, J = 11.7 Hz). 3.46 
15 (d, 2H, J = 11.4 Hz), 3.20-3.36 (m, 1H), 3.62-3.74 (m, 2H), 4.02 (d, 2H, J = 12.9 
Hz), 6.83 (d, 2H, J = 9.0 Hz), 6.89 (d, 1H. J = 8.7 Hz), 7.28 (d, 2H, J = 9.0 Hz), 
8.27 (s, 1H). 
I a - 6 8 
mp 237-239 »C 

20 1 H-NMR (CDCI3/DMSO) 8 ppm: 1.40 (s, 9H), 1.49-1.65 (m, 2H), 1.99-2.10 (m, 
2H), 2.95 (t, 2H, J = 11.1 Hz), 3.36-3.52 (m, 1H), 4.17 (d, 1H, J = 12.9 Hz), 5.84 
(d, 1H, J = 8.7 Hz), 6.39 (d, 1H, J = 9.6 Hz), 7.21 (d, 1H, J = 9.3 Hz), 7.51 (dd, 1H, 
J = 2.4, 9.3 Hz), 7.72 (d, 1H, J = 9.9 Hz), 7.85 (d, 1H, J = 2.7 Hz), 8.04 (s, 1H). 
I a - 6 9 

25 mp 259-260 °C 

*H-NMR (DMSO) 6 ppm: 1.25-1.55 (m, 4H), 1.27 (s, 9H), 1.82-2.05 (m, 4H), 
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2.22-2.36 (m, 1H), 2.98-3.17 (m, 1H), 4.16 (s, 3H), 6.80 (d, 1H, J = 8.4 Hz), 
7.77-7.87 (m, 4H), 10.16 (s, 1H). 
I a - 7 0 
mp 259-260 °C 

*H-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.36-1.56 (m, 2H), 1.80-1.92 (m, 2H), 
2.86-3.02 (m, 2H), 3.36-3.52 (m. 1H), 4.04-4.20 (m, 2H), 6.92 (d, 1H, J = 7.5 Hz), 
7.38-7.58 (m, 3H), 8.00-8.14 (m, 2H), 8.90 (s, 1H), 9.08 (s, 1H), 9.63 (s, 1H). 
I a — 7 1 
mp 228-229 °C 

iH-NMR (CDCI3/DMSO) 6 ppm: 1.27-1.42 (m, 2H), 1.38 (s, 9H). 1.57-1.75 (m, 
2H), 1.90-2.02 (m, 2H), 2.12-2.34 (m, 3H), 3.14-3.32 (m, 1H), 5.37 (d, 1H, J = 9.3 
Hz), 7.38-7.43 (m, 3H), 7.46 (d, 2H. J = 8.7 Hz), 7.51-7.60 (m, 2H), 7.68 (d, 2H, 
J = 9.0 Hz), 9.33 (s, 1H). 

I a - 7 5 
mp 169-170 »C 

!H-NMR (CDCI3) 6 ppm: 0.58-0.72 (m, 1H), 0.80 (d, 3H, J = 6.6 Hz), 0.94 (d, 
3H, J = 6.0 Hz), 1.14-1.35 (m, 3H), 1.39 (s, 9H), 1.48-1.66 (m, 2H), 1.74-2.06 (m, 
5H), 2.06-2.44 (m, 6H), 3.18-3.35 (m, 1H), 3.64-3.74 (m, 1H), 4.46-4.60 (m, 1H), 
6.98-7.38 (m, 5H). 
I a - 7 6 
mp 236-237 »C 

] H-NMR (CDCI3/DMSO) 6 ppm: 1.27-1.42 (m, 2H), 1.38 (d. 6H, J = 6.6 Hz), 
1.60-1.78 (m, 2H), 1.94-2.06 (m, 2H), 2.12-2.30 (m, 3H), 3.06-3.34 (m, 2H), 5.10 
(brs, 1H), 6.41 (d, 1H, J = 9.9 Hz), 7.25 (d, 1H, J = 8.4 Hz), 7.48 (dd, 1H, J = 2.4, 
8.7 Hz), 7.68 (d, 1H, J = 9.9 Hz), 8.12 (d, 1H, J = 2.4 Hz), 8.88 (brs, 1H). 
I a - 7 7 
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mp 117-118 °C 

iH-NMR (CDCI3) 8 ppm: 1.38 (d, 6H, J = 6.9 Hz), 1.65 (quintet. 2H, J = 5.4 
Hz), 1.75-1.91 (m, 2H), 2.42 (t, 2H, J = 7.4 Hz), 3.10-3.24 (m, 3H). 4.77 (brs, 1H), 
6.41 (d, 1H, J = 9.6 Hz), 7.18-7.26 (m, 1H), 7.48 (dd, 1H, J = 1.8, 8.7 Hz), 7.67 (d, 
5 1H, J = 9.9 Hz), 8.01 (s, 1H), 8.23 (brs, 1H). 
I a - 7 8 
mp 138-139 »C 

iH-NMR (CDCI3) 5 ppm: 1.41 (s, 9H), 1.64 (quintet, 2H, J = 6.6 Hz), 1.84 
(quintet, 2H, J = 7.3 Hz), 2.42 (t, 2H, J = 7.5 Hz), 3.26 (q, 2H, J = 6.5 Hz), 4.59 
10 (brs, 1H), 6.41 (d, 1H, J = 9.3 Hz), 7.23 (d, 1H, J = 8.7 Hz), 7.49 (dd, 1H, J = 2.4, 
9.0 Hz), 7.67 (d, 1H, J = 9.9 Hz), 8.03 (d, 1H, J = 2.4 Hz), 8.28 (brs, 1H). 
I a - 7 9 
mp 289-290 °C 

J H-NMR (DMSO) 8 ppm: 1.24-1.63 (m, 4H), 1.28 (s, 9H), 1.84-2.08 (m, 4H), 
15 2.24-2.41 (m, 1H), 3.00-3.16 (m, 1H), 6.82 (d, 1H, J = 8.1 Hz), 7.36-7.60 (m, 5H), 
7.86-7.99 (m, 2H), 8.28 (s, 1H), 10.50 (s, 1H). 
I a - 8 0 
mp 239-240 "C 

!H-NMR (DMSO) 8 ppm: 1.22 (d, 1H, J = 6.6 Hz), 1.23-1.40 (m, 2H), 1.40-1.59 
20 (m, 2H), 1.83-2.04 (m, 4H), 2.23-2.39 (m, 1H), 2.98-3.23 (m, 2H). 7.00 (d, 1H, J 
= 7.8 Hz), 7.36-7.59 (m, 5H), 7.85-7.97 (m, 2H), 8.29 (s, 1H), 10.50 (s, 1H). 
1 a - 8 1 
mp 205-206 °C 

*H-NMR (CDCI3/DMSO) 8 ppm: 1.40 (s, 9H). 1.66 (quintet, 2H, J = 7.0 Hz), 
25 1.85 (quintet, 2H, J = 7.2 Hz), 2.45 (t, 2H, J = 7.5 Hz), 3.24 (t, 2H, J = 6.5 Hz), 
5.17 (brs, 1H), 7.36-7.54 (m, 5H), 7.85 (d, 1H, J = 8.4 Hz), 8.07 (dd, 1H, J = 1.8, 
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8.1 Hz), 8.23 (d, 1H, J = 1.8 Hz), 9.61 (s, 1H). 
I a - 8 2 
mp 216-217 °C 

iH-NMR (DMSO-de) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22 (d, 6H, J = 6.9 Hz), 
5 1.22-1.53 (m, 4H), 1.76-1.98 (m, 2H), 2.21 (t, 2H, J = 10.8 Hz), 2.22-2.36 (m, 1H), 
2.96-3.20 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.60-3.74 (m, 1H), 6.66-6.85 (m, 2H), 
6.98 (d, 1H, J = 7.8 Hz), 7.47 (d, 1H, J = 8.7 Hz), 9.30 (s, 1H). 
] a - 8 3 
mp 118-119 °C 

10 1 H-NMR (DMSO-ds) 5 ppm: 1.41 (d, 6H, J = 6.3 Hz), 1.26 (s, 9H), 1.40-1.67 (m, 
4H), 2.17-2.36 (m, 3H), 2.97-3.10 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.61-3.74 (m, 
1H), 6.67-6.92 (m, 3H), 7.48 (t, 1H, J = 9.0 Hz), 9.37 (s. 1H). 
I a - 8 4 
mp 265-267 °C 

15 !H-NMR (DMSO-de) 5 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m, 4H), 
1.60-2.30 (m, 9H), 2.99-3.20 (m, 4H), 3.40-3.52 (m, 2H), 5.09 (s, 1H), 6.91 (d, 2H, 
J = 8.7 Hz), 6.98 (d, 1H, J = 7.5 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.7 
Hz), 7.51 (d, 2H, J = 8.7 Hz), 9.56 (s, 1H). 
I a - 8 5 

20 mp 185-186 °C 

iH-NMR (DMSO-de) 6 ppm: 1.26 (s, 9H), 1.42-1.72 (m, 6H), 1.96-2.10 (m, 2H), 
2.26 (t, 2H, J = 6.9 Hz), 2.96-3.12 (m, 4H), 3.41-3.52 (m. 2H), 5.09 (s, 1H), 6.88 
(d, 1H, J = 8.7 Hz), 6.92 (d, 2H, J = 9.0 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.43 (d, 2H, 
J = 9.0 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.63 (s, 1H). 

25 I a - 8 6 

mp 162-164 °C 
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1 H-NMR (DMSO-de) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.41-1.73 (m, 6H), 
1.96-2.10 (m, 2H), 2.26 (t, 2H, J = 7.2 Hz), 2.91-3.20 (m, 5H), 3.42-3.52 (m, 2H), 
5.09 (s, 1H), 6.92 (d, 2H, J = 9.3 Hz), 6.99 (t, 1H, J = 6.0 Hz), 7.37 (d, 2H, J = 8.7 
Hz), 7.43 (d, 2H, J = 9.3 Hz). 7.52 (d, 2H, J = 8.7 Hz), 9.64 (s, 1H). 
5 I a — 8 7 

mp 245-247 °C 

1H-NMR (DMSO-de) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.22-1.58 (m, 4H), 
1.81-2.02 (m, 4H), 2.22-2.36 (m, 1H), 3.00-3.20 (m, 2H), 3.01 (s, 3H), 6.99 (d, 1H, 
J = 8.4 Hz), 7.75-7.88 (m, 2H), 8.19 (d, 1H, J = 1.2 Hz), 10.43 (s, 1H). 
10 I a — 8 8 

mp 208-209 °C 

iH-NMR (DMSO-de) 6 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.22-1.55 (m, 4H), 
1.75-1.98 (m, 4H), 2.11-2.24 (m, 1H), 2.98-3.20 (m, 2H), 5.96 (s, 2H), 6.82 (d, 1H, 
J = 8.4 Hz), 6.91-7.03 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.72 (s, 1H). 
15 I a - 8 9 

mp 142-143 °C 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.40-1.66 (m, 4H), 2.26 (t, 2H, J = 
7.5 Hz), 3.02 (q, 2H, J = 6.6 Hz), 5.96 (s, 2H), 6.82 (d, 1H, J = 8.4 Hz), 6.88 (t, 1H, 
J = 8.4 Hz). 6.94 (dd, 1H, J = 1.8, 8.4 Hz), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
20 I a - 9 0 
mp 100 °C 

*H-NMR (DMSO-de) 8 ppm: 1.20 (d, 6H, J = 6.9 Hz), 1.40-1.66 (m, 4H), 2.26 
(t, 2H, J = 7.5 Hz), 2.89-2.99 (m. 2H), 3.13 (quint, 1H, J = 6.6 Hz), 5.96 (s, 2H), 
6.83 (d, 1H. J = 8.1 Hz), 6.91-7.02 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
25 I a - 9 1 

mp 189-190 °C 
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1H-NMR (DMSO-ds) 6 ppm: 1.26 (s, 9H), 1.43-1.71 (m, 4H), 2.40 (t, 2H, J = 
7.5 Hz), 2.97-3.09 (m, 2H), 3.01 (s, 3H), 6.85-6.93 (m, 1H), 7.76-7.88 (m. 2H), 
8.20 (d, 1H, J = 1.2 Hz), 10.49 (s, 1H). 
I a — 1 0 4 
5 mp 238-241 °C 

*H-NMR (DMSO) 8 ppm: 1.27 (s. 9H), 1.3-1.5 (m. 4H), 1.8-2.0 (m, 4H), 2.50 
(m, 1H), 3.05 (m, 1H), 6.55 (br s, 1H), 6.79 (d, 1H, J= 8.2), 7.15 (t. 1H, J= 4.8), 
8.64 (d, 2H, J= 4.8). 
I a - 1 0 5 
10 mp 232-234 «C 

1 H-NMR (DMSO) 8 ppm: 1.26 (e, 9H), 1.2-1.5.(m, 4H), 1.8-2.0 (m, 4H), 2.55 
(m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J=8.7), 9.92 (s, 2H), 10.93 (s, 1H). 
I a - 1 0 6 
mp 226-228 °C 

15 *H-NMR (DMSO) 8 ppm: 1.28 (b, 9H), 1.22-1.58 (m, 4H). 1.82-2.04 (m, 4H), 
2.29 (m, 1H), 3.07 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.6 l(d-d, 1H, J = 1.8 Hz, 8.7 
Hz), 8.04 (d, 1H, J = 8.7 Hz), 8.48 (d, 1H, 2.1 Hz), 9.35 (s, 1H), 10.05 (s, 1H). 
I a - 1 0 7 
mp 282-283 «C 

20 !H-NMR (DMSO) 6 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.32 (m, 1H), 7.44 (t, 2H, J 
= 7.5 Hz), 7.57-7.72 (m, 6H), 9.91 (s. 1H). 
I a - 1 0 8 
mp 191-192 »C 

25 1 H-NMR (DMSO) 5 ppm: 1.24-1.58 (m, 4H), 1.28 (s, 9H), 1.86-2.04 (m, 4H), 
2.70 (m, 1H), 3.08 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 7.63-7.79 (m, 2H), 8.31 (d, 



225 



WO 01/37826 



PCT/JP00/08197 



1H, J = 7.2 Hz). 10.27 (s, 1H). 
I a - 1 0 9 
mp 283-285 °C 

J H-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.28 (s, 9H), 1.87-2.04 (m, 4H), 
5 2.42 (m, 1H), 3.09 (m, 1H), 3.87 (s, 2H), 6.82 (d, 1H, J = 8.7 Hz), 7.28-7.43 (m, 
3H), 7.60 (d, 2H, J = 7.8 Hz), 7.68 (d, 1H, J = 7.2 Hz), 7.89 (d, 1H, J = 7.5 Hz), 
9.48 (s, 1H). 
I a - 1 1 0 
mp 263-265 "C 

10 !H-NMR (DMSO) 8 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.76-1.87 (m, 2H), 
1.89-2.01 (m, 2H), 2.17 (m, 1H), 3.04 (m, 1H), 4.01 (s, 4H), 6.01 (s. 2H), 6.44 (d, 
2H, J = 8.7 Hz), 6.77 (d, 1H, J = 8.7 Hz), 7.39 (d, 2H, J = 9,0 Hz), 9.44 (s, 1H). 
I a - 1 1 1 
mp 239-241 °C 

15 iH-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.62-1.76 (m, 4H), 
1.80-2.02 (m, 4H), 2.30 (m, 1H), 2.47-2.59 (m, 2H), 2.66-2.76 (m, 2H), 6.08 (m, 
1H), 6.79 (d, 1H, J =9.0 Hz), 6.88 (d, 1H, J = 6.9 Hz), 7.02 (t, 1H, J = 7.5 Hz), 
7.13 (d, 1H, J = 7.5 Hz), 8.98 (s, 1H). 
I a - 1 2 4 

20 mp 247-249 »C 

*H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.3 Hz), 1.30 (s, 9H), 2.15-2.26 (m, 
2H), 3.48-3.57 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 
J = 9.0 Hz), 7.38 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.92 (brs, 1H), 9.98 
(brs, 1H). 

25 I a - 1 2 5 
mp 228.-232 °C 
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!H-NMR (DMSO) 5 ppm: 1.30 (s, 9H), 1.95-2.08 (m, 2H), 2.77-2.89 (m, 4H), 
7.17 (d, 1H, J = 8.4 Hz), 7.39 (d, 2H, J = 9.0 Hz), 7.42-7.48 (m, 1H), 7.64 (brs, 
1H), 7.87 (d, 2H, J = 9.0 Hz). 9.99 (brs, 2H). 
I a - 1 2 6 
5 mp 244-246 °C 

*H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.42 (d, 2H, J = 8.4 Hz), 7.81 (d-d, 1H, 
J = 2.1 Hz, 8.7 Hz), 7.93 (d, 2H, J = 9.0 Hz), 8.05 (d, 1H, J = 9.0 Hz), 8.66 (d, 1H, 
J = 2.1 Hz), 9.29 (e, 1H), 10.05 (brs, 1H), 10.39 (brs, 1H). 
1 a - 1 2 7 
10 mp 238-239 "C 

iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.18-4.27 (m, 4H), 6.81 (d, 1H, J = 8.4 
Hz), 7.16 (d-d, 1H, J = 2.7 Hz, 9.0 Hz), 7.34-7.42 (m, 3H), 7.85 (d, 2H, J = 8.4 Hz), 
9.94 (brs, 1H), 9.99 (brs, 1H). 
I a - 1 2 8 
15 mp 286-287 °C 

. *H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.71 (d, 2H, J 
= 8.4 Hz), 7.91 (d, 2H, J = 8.7 Hz), 7.99 (d. 2H, J = 8.7 Hz), 10.05 (brs, 1H), 10.44 
(brs, 1H). 
I a - 1 2 9 
20 mp 232-234 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.25 
(1H, m), 3.07 (m, 1H), 6.80 (d, 1H, J=9.0), 7.37 (d, 1H, J= 8.1), 7.53 (t, 1H, 
J=8.1), 7.75 (t, 1H, J= 8.1), 8.12 ( s, 1H), 10.16 (s, 1H). 
I a - 1 3 0 
25 mp 274-277 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H). 1.23-1.58 (m, 4H), 1.81-2.03 (m, 4H), 
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2.28 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.36 (d-d, 1H, J = 0.9 Hz, 5.7 
Hz). 7.43 (d-d, 1H, J = 2.1 Hz, 8.7 Hz), 7.60 (d, 1H, J = 5.4 Hz), 7.78 (d, 1H, J = 
8.7 Hz), 8.40 (d, 1H, 1.8 Hz), 9.97 (brs, 1H). 
I a - 1 3 1 
5 mp 259-260 "C 

iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.40 (d, 1H, J = 4.8 Hz), 7.41 (d, 2H, J 
= 8.7 Hz), 7.66 (d, 1H, J = 5.1 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.84 (d, 1H, 
J = 9.0 Hz), 7.92 (d, 2H, J = 8.7 Hz), 8.50 (s, 1H), 10,03 (brs, 1H), 10,27 (brs 1H). 
I a — 1 3 2 
10 mp 265-266 °C 

iH-NMR (DMSO) 6 ppm: 1.17 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.10 (m, 1H), 
7.35-7.46 (m, 3H), 7.54 (d, 1H, J = 7.5 Hz), 7.87-7.97 (m, 3H), 8.15 (brs, 1H), 
8.20 (d, 1H, J = 7.5 Hz), 10.03 (brs, 1H), 10.25 (brs, 1H). 
I a - 1 3 3 
15 mp 249-250 «C 

!H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.45 (d, 1H, J 
= 5.4 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.76 (d, 1H, J = 5.4 Hz), 7.92 (d, 2H, 
J = 8.7 Hz), 7.95 (d, 1H, J = 8.1 Hz), 8.39 (d, 1H, J = 1.8 Hz), 10.02 (brs, 1H), 10 
23 (brs, 1H). 
20 I a - 1 3 4 
mp 305-306 »C 

*H-NMR (DMSO) 6 ppm: 1.25 (m, 2H), 1.25 (s, 9H), 1.52 (m, 2H), 1.82 (m, 
2H,), 1.94 (m, 2H), 2.13 (m, 1H), 3.04 (m, 1H), 6.00 (d, 1H. J= 8.1), 6.74 (d, 1H, 
J= 8.4), 7.3-7.5 ( m, 6H), 7.85 (d, 2H, J=7.5), 8.31 (d, 1H, J=8.4). 
25 I a — 1 3 5 
mp 220-222 °C 
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!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.37 
(m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J=8.7). 7.04 (m, 1H), 7.29 (m, 1H), 7.79 ( m, 
1H), 9.60 (s, 1H). 
I a - 1 3 6 
5 mp 263-264 °C 

1H-NMR (DMSO) 6 ppm: 1.27 ( s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.20( m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J= 8.4), 6.87 ( m, 1H), 7.31 (m, 2H), 

10.21 (8, 1H). 
I a — 1 3 7 
10 mp 260-262 »C 

J H-NMR (DMSO) 6 ppm: 1.27 ( s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.30 
(m, 1H), 3.05 (m, 1H), 6.80 (d, 1H, J= 8.4), 7.13 (t, 2H, J= 8.1), 7.31 (m, 1H), 9.52 
(s, 1H). 
I a - 1 3 8 
15 mp 270-273 »C 

*H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.12 
(m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J=9.0), 7.31 (m, 2H), 7.80 (m, 1H), 10.05 (e, 
1H). 

I a - 1 3 9 
20 mp 267-270 »C 

!H-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 4.05 (s, 4H), 6.04 (s, 2H), 6.51 (d, 2H, 
J = 8.7 Hz), 7.34 (d, 2H, J = 8.4 Hz), 7.54 (d, 2H, J = 8.4 Hz), 7.87 (d, 2H, J = 8.4 
Hz), 9.82 (brs, 1H), 9.97 (brs, 1H). 
I a - 1 4 0 
25 mp 227-229 °C 

*H-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m 4H), 1.80-2.01 
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(m, 4H), 2.27 (m, 1H), 2.95-3.22 (m, 2H), 6.99 (d,lH, J = 7.8 Hz), 7.65 (d, 2H, J 
= 8.7 Hz), 7.80 (d, 2H, J = 8.4 Hz), 10.18 (brs, 1H). 
I a - 1 4 1 
mp 205-207 °C 

5 1 H-NMR (DMSO) 8 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.20-1.55 (m, 4H), 1.75-2.05 
(m, 6H), 2.21 (m, 1H), 2.72-2.85 (m, 4H), 2.93-3.20 (m, 2H), 6.98 (d, 1H, J = 8.1 
Hz), 7.10 (d, 1H, J = 8.1 Hz), 7.26 (d-d, 1H, J = 2.1 Hz, 8.1 Hz), 7.51 (s, 1H), 9.67 
(brs, 1H). 
I a - 1 4 2 

10 mp 295-296 °C 

!H-NMR (DMSO) 6 ppm: 1.15 (d, 6H,J=6.6), 1.27 (s, 9H), 1.3-1.5 (m, 4H), 
1.8-2.0 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 4.07 (m, 1H), 6.80 (d, 1H, J=8.7), 
7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 8.06 (d, 1H, J=7.5), 10.01 (s. 1H). 
I a - 1 4 3 

15 mp 146-147 «C 

1H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.5-1.7 (m, 4H), 2.36 (t, 2H, J=7.8), 
3.03 (q, 2H, J=6.3), 6.89 (t, 1H, J=6.3), 7.66 (d, 2H, J=8.4), 7.80 (d, 2H, J=8.4), 
10.25 (s, 1H). 
I a - 1 4 4 
20 mp 138-140 »C 

!H-NMR (DMSO) 6 ppm: 1.21 (d, 6H, J=6.0), 1.4-1.7 (m, 4H), 2.37 (t, 2H, 
J=7.5), 2.96 (q. 2H, J=6.3), 3.14 (m, 1H), 6.99 (t, 1H, J=5.4), 7.66 (d, 2H, J=7.8), 
7.81 (d, 2H, J=7.8), 10.26 (s, 1H). 
I a - 1 4 5 
25 mp 134-136 «>C 

*H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.39 (m, 2H). 1.4-1.7 (m, 4H), 2.28 (t, 
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2H, J=7.2), 2.79 (m, 4H), 3.02 (q, 2H, J=7.2), 6.88 (t, 1H, J=6.0), 7.10 (t, 1H, 
J=6.0), 7.51 (s, 1H), 9.73 (s, 1H). 
I a - 1 4 6 
mp 135-137 «C 

5 *H-NMR (DMSO) 6 ppm: 1.20 (d. 6H, J=6.6), 1.4-1.7 (m, 4H), 1.99 (m, 2H), 
2.28 (t, 2H, J=7.2), 2.79 (m, 4H), 2.94 (q, 2H, J=6.3), 3.13 (m, 1H), 6.98 (t, 1H, 
J=6.9), 7.10 (d, 2H, J=8.1), 7.26 (d, 2H, J=8.1), 7.51 (s, 1H), 9.73 (s.lH). 
I a — 1 4 7 
mp 206-207 °C 

10 iH-NMR (DMSO) 6 ppm: 1.29 (s, 9H), 4.54 (d, 2H, J = 5.7 Hz), 7.35 (d, 2H, J 
= 9.0 Hz), 7.52 (d, 2H, J = 7.8 Hz), 7.69 (d, 2H, J = 8.1 Hz), 7.83 (d, 2H, J = 
8.7Hz), 9.02 (t, 1H, J = 5.7 Hz), 9.97 (brs, 1H). 
I a - 1 4 8 
mp 250-251 °C 

15 iH-NMR (DMSO) 6 ppm: 1.30 (s, 9H), 7.18 (t, 2H, J = 9.3 Hz), 7.40 (d, 2H, J 
= 8.7 Hz), 7.76 (d-d, 2H, J = 5.1 Hz, 9.3 Hz), 7.88 (d, 2H, J = 9.0 Hz), 10.02 (brs, 
1H), 10.17 (brs, 1H). 
I a — 1 4 9 
mp 220-222 °C 

20 !H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 3.74 (s, 3H), 6.92 (d, 2H, J = 9.0 Hz), 
7.38 (d, 2H, J = 9.0 Hz), 7.64 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (s, 
2H). 

I a - 1 5 0 
mp 264-266 °C 

25 *H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 1.66-1.76 (m, 4H), 2.57- 2.66 (m, 2H), 
2,71-2.80 (m, 2H), 6.98 (m, 1H), 7.06-7.16 (m, 2H), 7.38 (d, 2H, J = 9.0 Hz), 7.90 
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(d, 2H, J = 8.7 Hz), 9.60 (s, 1H), 9.99 (s, 1H). 
I a - 1 5 1 
mp 235-236 »C 

iH-NMR (DMSO) 6 ppm: 1.03-1.39 (m, 5H), 1.27 (s, 9H), 1.55-1.87 (m, 5H), 
5 3.73 (m, 1H), 7.31 (d, 2H, J = 8.7 Hz), 7.76 (d, 2H, J = 8.4 Hz), 8.01 (d, 1H, J = 
7.8 Hz), 9.90 (s, 1H). 
I a - 1 5 2 
mp 244-246 °C 

!H-NMR (DMSO) 8 ppm: 0.50-0.72 (m, 4H), 1.27 (s, 9H), 2.81 (m, 1H), 7.31 (d, 
10 2H, J = 8.7 Hz), 7.73 (d, 2H, J = 8.7 Hz), 8.30 (d, 1H, J = 4.2 Hz), 9.91 (brs, 1H). 
1 a - 1 5 3 
mp >300 <»C 

!H-NMR (DMSO) 6 ppm: 1.06 (m, 6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 
(m, 4H), 2.25 (m, 1H), 2.7 (m, 1H), 3.05 (m, 1H), 3.51 (m, 4H), 4.30 (m, 1H), 6.80 
15 (d, 1H, J=8.4), 7.34 (d, 2H, J=8.4), 7.65 (d, 2H, J=8.4), 10.01 (s, 1H). 
I i-154 
mp 247-249 °C 

iH-NMR (DMSO) 6 ppm: 1.05 (m,6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 
4H), 2.23 (m, 1H), 2.77 (m, 1H), 3.05 (m, 1H), 3.52 (m, 4H), 4.33 (m, 1H), 6.80 (d, 
20 1H, J=9.0), 7.03 (d, 1H, J=7.8), 7.35 (t, 1H, J=7.8), 7.59 (d, 1H, J=7.8), 7.68 (s, 
1H), 9.96 (s, 1H). 
I a - 1 5 5 
mp 258-259 °C 

iH-NMR (DMSO) 6 ppm: 1.25(m, 2H), 1.50 (m,2H), 1.86 (m, 2H), 1.99 (m, 2H), 
25 2.28 (m ,.1H), 2.93 (s. 3H), 3.10 (m, 1H), 7.02 (d, 1H, J=7.5), 7.65 (d, 2H, J=8.4), 
7.80 (d, 2H, J=8.4). 10.20 (s, 1H). 
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I a - 1 5 6 
mp 260-253 °C 

*H-NMR (DMSO) 6 ppm: 1.28 (m, 2H), 1.50 (m, 2H), 1.82 (m, 2H), 2.00 (m, 
4H), 2.22 (m, 1H), 2.79 (m, 4H), 2.92 (s, 3H), 3.11 (m, 1H), 7.01 (d, 1H, J=(.l). 
5 7.26 (d, 1H, J=8.1), 7.51 (s, 1H), 9.68 (s, 1H). 
I a - 1 5 7 
mp 259-262 «C 

iH-NMR (DMSO) 6 ppm: 1.13 (d, 6H, J=6.0), 1.25 (m, 2H). 1.50 (m, 2H), 1.80 
(m, 2H), 1.95 (m, 2H), 2.17 (m, 3H), 2.92 (s, 3H), 3.10 (m, 1H), 3.70 (m,2H), 3.68 
10 (m, 2H), 6.86 (d, 2H J=9.3), 7.00 (d. 1H, J=7.2), 7.43 (d, 2H, J=9.3), 9.58 (s, 1H). 
I a - 1 5 8 
mp 298-300 »C 

!H-NMR (DMSO) 6 ppm: 1.31 (s. 9H), 7.30-7.50 (m, 5H), 7.63-7,71 (m, 4H), 
7.87 (d, 2H, J = 8.7 Hz), 7.91 (d, 2H, J = 9.0 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
15 I a - 1 5 9 
mp 278-281 »C 

!H-NMR (DMSO) 6 ppm: 0.74-1.87 (m, 20H), 1.29 (s, 9H), 3.76 (m, 1H), 7.32 
(d, 2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.7 Hz), 7.75 (d, 1H, J = 8.7 Hz), 7.90 (br B , 
1H). 

20 I a - 1 6 0 
mp 227-228 »C 

A H-NMR (DMSO) 6 ppm: 1.22-1.55 (m, 4H), 1.27 (6, 9H), 1.80-2.02 (m, 4H), 
2.23 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.45 (t, 1H, J = 9.9 Hz), 7.82 
( m, 1H), 8.12 (d-d, 1H, J = 2.4 Hz, 6.3 Hz), 10.17 (brs, 1H). 
25 I a - 1 6 1 
mp 259-260 °C 
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iH-NMR (DMSO) 6 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.78-2.01 (m, 4H), 
2.16 (s, 3H), 2.21 (m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J = 8.4 Hz), 7.12-7.21 (m, 
2H), 7.53 (m, 1H), 9.90 (brs, 1H). 
I a - 1 6 2 
5 mp 222-226 °C 

*H-NMR (DMSO) 6 ppm: 1.15 (d,6H,J = 6.3 Hz), 1.26 (d, 6H, J = 6.9 Hz), 
2.16-2.26 (m, 2H), 3.31 (m, lH), 3.48-3.58 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 
2H, J = 9.0 H), 7.32 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 9.0 Hz), 7.89 (d, 2H, J = 9.0 
Hz), 9.92 (s, 1H), 10.13 (brs, 1H). 
10 I a - 1 6 3 
mp 197-200 »C 

*H-NMR (DMSO) 8 ppm: 1.26 (d, 6H, J = 6.3 Hz), 1.95-2.09 (m, 2H), 2.77-2.90 
(m, 4H), 3.32 (m, 1H), 7.17 (d, lH, J = 8.1 Hz), 7.32 (d, 2H, J = 8.7 Hz), 7.45 (d-d, 
1H, J = 1.8 Hz, 8.1 Hz), 7.64 (brs, 1H), 7.90 (d, 2H, J = 8.7 Hz), 9.99 (brs, 1H), 
15 10.13 (brs, 1H). 
I a - 1 6 4 
mp 145-247 »C 

X H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 16H), 2.19 (m, 1H). 3.05 (m, 
1H), 4.74 (m, 1H), 6.79 (d, lH, J=9.0), 6.80 (d, 2H, J=9.0), 7.47 (d. 2H, J=9.0), 
20 9.63 (s, 1H). 
I a - 1 6 5 
mp >300 °C 

X H-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.26 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.63 (d, 2H, J = 9.0 Hz), 7.78 (d, 
25 2H, J = 8.7 Hz), 8.02 (d, lH, J = 8.1Hz), 10.00 (brs, 1H). 
I a - 1 6 6 
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mp 200-201 °C 

iH-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s. 9H), 2.25 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (t, 1H, J = 8.1 Hz), 7.46 (d, 
1H, J = 8.1 Hz), 7.76 (m, 1H), 7.94 (m, 1H), 8.14 (d, 1H, J = 8.1 Hz), 9.92 (brs, 
.5 1H). 

I a - 1 6 7 
mp 282-285 -C 

iH-NMR (DMSO) 8 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.87-2.03 (m, 4H), 
2.49 (m, 1H), 3.07 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 13.20 (brs, 1H). 
10 I a - 1 6 8 
mp 120-124 »C 

!H-NMR (DMSO) 8 ppm: 0.94-1.66 (m, 14H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.25 (mlH), 2.92 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.42-7.53 (m, 
2H), 7.63 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.17 (m, 1H), 10.11 (br6, 1H). 
15 I a - 1 6 9 
mp 256-257 °C 

X H-NMR (DMSO) 5 ppm: 0.93-1.20 (m, 5H), 1.24-1.64 (m, 9H), 1.27 (s, 9H), 
1.80-2.02 (m, 4H), 2.27 (m, 1H), 2.87 (m, 1H), 3.06 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.48 (d, 1H, J = 7.2 Hz), 7.68-7.79 (m, 4H), 10.17 (brs, 1H). 
20 I a - 1 7 1 
mp 242-244 "C 

*H-NMR (DMSO) 5 ppm: 1.27 (m, 12H), 1.45 (m, 4H), 1.90 (m, 4H), 2.25 (m, . 
1H), 3.07 (m, 1H), 3.67 (m, 2H), 6.77(d, 1H, J=8.7), 6.90 (d, 1H, J=7.8), 7.31 (t, 
1H, J=7.5), 7.53 (d, 1H, J=7.8), 7.59 (s.lH), 9.89 (s, 1H). 
25 I a - 1 7 2 
mp >310 °C 
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!H-NMR (DMSO) 5 ppm: 1.27 (m, 12H), 1.38 (m, 4H), 1.84 (m, 2H), 1.97 (m, 
2H), 2.25 (m, 1H), 3.07 (m, 1H), 3.66 (m, 2H), 6.81 (d, 1H, J=8.7), 7.20 (d, 2H, 
J=6.7), 7.61 (d, 2H, J=8.7), 9.94 (s, 1H). 
1 a - 1 7 3 
5 mp 279-281 °C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.83 (m, 6H), 1.93 (m, 
2H), 2.21 (m, 1H), 2.36 (m, 2H), 3.05 (m, 1H), 3.54 (m, 2H), 6.79 (d, 1H, J=8.7), 
7.16 (d, 2H, J=9.0), 7.56 (d, 2H, J=9.0), 9.83 (s, 1H). 
I a — 1 7 4 
10 mp 258-262 °C 

*H-NMR (DMSO) 6 ppm: 0.29 (m, 2H), 0.53 (m,2H), 1.20 (m, 1H), 1.27 (s, 9H), 
1.3-1.5 (m, 4H), 1.7-2.0 (m, 4H), 2.20 (m, 1H), 3.05 (m, 1H), 3.75 (d, 2H, J=6.9), 
6.79 (d, 1H, J=9.0), 6.83 (d, 2H, J=9.0), 7.46 (d, 2H. J=9.0), 9.64 (s, 1H). 
I a - 1 7 5 
15 mp 246-248 "C 

!H-NMR(DMSO) 6 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.19 (ra, 1H), 3.04 (m, 

1H), 4.23 (m, 1H), 6.79 (d, 1H, J=8.7), 6.84 (d, 2H, J=9.0), 7.45 (d, 2H, J=9.0), 

9.64 (s, 1H). 

I a - 1 7 6 
20 mp 200-202 «C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.21 (m, 1H), 3.05 (m, 

1H). 4.23 (m, 1H), 6.57 (d, 1H. J=6.9), 6.80 (d, 1H, J=9.0), 7.0-7.2 (m, 2H), 7.28 

(s, 1H), 9.74 (s, 1H). 

1 a - 1 7 7 
25 mp 266-268 °C 

!H-NMR (DMSO) 5 ppm: 1.22-1.56 (m, 4H), 1.27 (s, 9H), 1.79-2.02 (m, 4H), 
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2.25 (m,lH), 3.05 (m, 1H), 6.56 (m, 1H), 6.77-6.84 (m, 2H), 7.58-7.71 (m, 5H), 
9.92 (brs, 1H). 
1 a - 1 7 8 
mp 223-224 »C 

5 *H-NMR (DMSO) 6 ppm: 1.26-1.54 (m,4H), 1.27 (s, 9H), 1.81-2.02 (m,4H), 
2.45 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 8.15 (d-d, 1H, J = 2.4 Hz, 9.0 
Hz), 8.27 (d, 1H, J = 9.0 Hz), 8.70 (m, 1H), 10.85 (brs, 1H). 
I a - 1 7 9 
mp 224-227 °C 

10 *H-NMR (DMSO) 6 ppm: 1.24-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 1.8 Hz), 
7.72-7.84 (m, 4H), 8.60 (d, 1H, J = 1.8 Hz), 10.09 (brs, 1H). 
I a — 1 8 0 
mp 226-227 °C 

15 1 H-NMR (DMSO) 6 ppm: 0.92 (d, 6H, J = 6.6 Hz), 1.26-1.55 ( m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 3.20 (m, 1H), 6.80 (d, 1H, J 
= 8.7 Hz), 7.42 (d, 1H, J = 7.2 Hz), 7.67-7.79 (m, 4H), 10.19 (brs, 1H). 
I a - 1 8 1 
mp 191-192 °C 

20 1 H-NMR (DMSO) 6 ppm: 0.95 (d, 6H, J = 6.6 Hz), 1.26-1.55 (m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.25 (m. 1H), 3.06 (m, 1H), 3.23 (m, 1H), 6.80 (d, 1H, J 
= 8.4 Hz), 7.41-7.53 (m, 2H), 7.58 (d. 1H, J =7.2 Hz), 7.73 (m, 1H), 8.18 (ra, 1H), 
10.13 (brs, 1H). 
I a - 1 8 2 

25 mp 192-193 °C 

!H-NMR (DMSO) 5 ppm: 0.30 (m, 2H), 0.55 (m, 2H), 1.2-1.5 (m, 5H), 1.27 (s, 
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1H), 1.8-2.0 (m, 4H), 2.20 (m, 1H), 3.04 (m, 1H), 3.75 (d, 2H, J=6.9), 6.58 (m, 
1H), 6.79 (d, 1H, J=8.7), 7.0-7.2 (m, 2H), 7.31 (s, 1H) ( 9.76 (s, 1H). 
I a — 1 8 3 
mp >310 °C 

5 !H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m,4H), 1.82 (m, 2H), 1.97 (m, 
2H), 2.04 (m, 2H), 2.39 (m, 1H), 2.46 (t, 2H, J=7.8), 3.07 (m, 1H), 3.79 (t, 2H, 
J=7.5), 6.79 (d, 1H, J=8.7), 7.56 (m, 4H), 9.80 (s, 1H). 
1 a - 1 8 4 
mp 281-283 °C 

10 *H-NMR (DMSO) 6 ppm: 1.24-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9,0 Hz), 7.33 (s, 1H), 7.75 (d, 2H, J 
= 9.3 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.16 (s, 1H), 10.09 (brs, 1H). 

I a - 1 8 5 
mp 226-227 »C 

15 *H-NMR (DMSO) 8 ppm: 1.24-1.58 (m, 10H), 1.27 (s, 9H), 1.81-2.02 (m, 4H), 

2.28 (m, 1H), 2.78-2.88 (m, 4H). 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.64 (d, 
2H, J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 10.25 (brs, 1H). 

I a - 1 8 6 
mp 148-150 °C 

20 !H-NMR (DMSO) 8 ppm: 1.25-1.60 (m, 10H), 1.27 (s, 9H), 1.82-2.03 (m, 4H), 
2.24 (m, 1H), 2.82-2.92 (m, 4H), 3.06 (m.lH), 6.79 (d, 1H, J = 8.4 Hz), 7.36 (m. 
1H), 7.55 (t, 1H, J = 7.8 Hz), 7.84 (m„ 1H), 8.06 (m, HI), 10.18 (brs, 1H). 
I a - 1 8 7 
mp >310 °C 

25 !H-NMR(DMSO) 8 ppm: 1.27 (s, 9H), 1.36 (s, 9H), 1.43 (m,4H), 1.85 (m, 2H), 
1.93 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J=8.7), 7.58 (s, 1H), 7.62 (d, 
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2H), 7.75 (d, 2H, J=9.0), 10.00 (s, 1H). 
I a - 1 8 8 
mp 285-292 «C 

*H-NMR (DMSO) 5 ppm: 0.85 (t, 3H, J=7.5), 1.11 (d, 3H, J=6.3), 1.26 (s, 9H), 
5 1.3-1.6 (m, 6H), 1.85 (m, 2H), 1.95 (m, 2H). 2.27 (m, 1H), 3.06 (m, 1H), 3.90 (m, 
1H), 6.80 (d, 1H, J=8.4), 7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 7.99 (d, 1H, 
J=8.1), 10.02 (s, 1H). 
I a - 1 8 9 
mp 278-281 °C 

10 !H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-2.0 (m, 17H), 2.03 (m, 2H), 3.03 (m, 
1H), 6.79 (d. 1H, J=8.4), 7.1-7.3 (m, 3H), 7.94 (s, 1H), 9.78 (m, 2H). 
I a - 1 9 0 
mp >310 »C 

!H-NMR(DMSO) 5 ppm: 1.1-2.0 (m, 17H), 1.27 (b, 9H), 2.25 (m, 2H), 3.03 (m, 
15 1H), 6.79 (d. 1H, J=8.7), 7.48 (m, 4H), 9.7l'(m, 2H). 
I a - 1 9 1 
mp 275-277 °C 

1 H-NMR (DMSO) 8 ppm: 1.16 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.09 (m. 1H), 
7.41 (d, 2H, J = 8.7 Hz), 7.84 (s, 4H), 7.90 (d, 2H, J = 9.0 Hz), 8.11 (d, 1H, J = 7.5 
20 Hz), 10.04 (brs, 1H), 10.30 (brs, 1H). 
I a - 1 9 2 
mp 204^205 <>C 

!H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J= 6.6 Hz), 1.78-2.00 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 4.06 (m, 1H), 
25 6.99 (d, 1H, J = 8.1 Hz), 7.34 (t, 1H, J = 8.1 Hz), 7.46 (d. 1H, J = 7.8 Hz), 7.75 (m 
1H), 7.96 (m, 1H), 8.17 (d, 1H, J = 8.7 Hz), 9.94 (brs, 1H). 
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I a - 1 9 3 
mp 285-286 «C 

!H-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.9 Hz), 1.79-2.00 (m, 4H), 2.26 (m, 1H), 2.97-3.20 (m, 2H), 4.07 (m, 1H), 
5 6.99 (d, 1H, J = 7.8 Hz), 7.64 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.7 Hz), 8.06 (d, 
1H, J = 7.5 Hz), 10.02 (brs, 1H). 
I a - 1 9 4 
mp 248-250 °C 

!H-NMR (DMSO) 5 ppm: 1.22-1.57 (m, 4H), 1.22 (d, 6H, J = 6.6 Hz), 1.78-2.00 
10 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 6.56 (m, 1H), 6.82 (d, 1H, J = 3.3 Hz), 
6.99 (d, 1H, J = 7.8 Hz), 7.58- 7.71 (m, 5H), 9.92 (brs, 1H). 
I a - 1 9 5 
mp 271-275 °C 

*H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.02 (m, 4H), 
15 2.25 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9.0 Hz), 7.57 (s, 1H), 7.62-7.74 (m, 
4H), 8.39 (s, 1H), 9.99 (brs, 1H). 
I a - 1 9 6 
mp 226-228 °C 

1H-NMR (CDC1 3 ) 8 ppm: 0.30 (m, 2H), 1.23 (d, 6H, J=6.9), 1.2-2.0 (m, 4H), 
20 2.20 (m, 1H), 3.10 (m, 2H), 3.76 (d, 2H, J=6.9), 6.83 (d, 2H, J=8.7), 6.99 (d, 1H, 
J=8.1), 7.46 (d, 2H, J=8.7), 9.65 (s, 1H). 
I a - 1 9 7 
mp 173-175 °C 

*H-NMR (DMSO) 6 ppm:0.31 (m, 2H), 0.56 (m, 2H), 1.22 (d, 6H, J=6.6), 
25 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 (m, 1H), 3.10 (m, 1H), 3.76 (d, 1H, J=7.2), 
6.58 (d, 1H, J=8.1), 7.0-7.2 (m, 2H), 7.32 (s, 1H), 9.78 (s, 1H). 
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I a - 1 9 8 
mp 233-235 °C 

iH-NMR (DMSO) 6 ppm: 1.25 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.19 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.80 (d, 2H, J=8.7), 6.98 (d, 1H, J=7.8), 7.. 45 (d, 2H, 
5 J=8.7), 9.63 (s, 1H). 
I a - 1 9 9 
mp 185-186 °C 

iH-NMR (DMSO) « ppm: 1.22 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.22 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.54 (m, 1H), 7.0-7.2 (m, 2H), 7.3 (s, 1H), 9.75 
10 (s.lH). 

I a - 2 0 0 
mp 235-237 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.20 
(m, 1H), 3.05 (m, 1H), 3.45 (m. 2H), 3.82 (m, 2H), 4.47 (m, 1H), 6.79 (d, 1H, 
15 J=9.0), 6.89 (d, 2H, J=9.0), 7.47 (d, 2H,J=9.0), 9.66 (e, 1H). 
I a - 2 0 1 
mp 300-301 »C 

!H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.26-1.56 (m, 4H), 1.27 (s, 
9H), 1.82-2.03 (m, 4H), 2.23 (s. 3H), 2.37 (m, 1H). 3.06 (m, 1H), 4.07 (m, 1H), 
20 6.81 (d, 1H, J = 8.7 Hz), 7.52 (d, 1H, J = 8.4 Hz), 7.62 (d, 1H, J = 8.4 Hz), 7.68 (s, 
1H), 8.09 (d, 1H, J = 7.5 Hz), 9.22 (brs, 1H). 
I a - 2 0 2 
mp 269-270 °C 

*H-NMR (DMSO) 6 ppm: 1.25-1.26 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
25 2.25 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.11 (m, 1H), 7.42 (d, 1H, J 
= 3.6 Hz), 7.48 (m, 1H), 7.58 (d, 2H, J = 8.7 Hz), 7.64 (d, 2H, J = 8.4 Hz), 9.92 
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(brs, 1H). 
I a - 2 0 3 
mp 271-273 °C 

1H-NMR (DMSO) 6 ppm: 1.14-1.54 (m, 9H), 1.26 (s, 9H), 1.63-1.88 (m, 7H), 
5 1.89-2.01 (m, 2H), 2.21 (m, 1H), 2.42 (m, 1H), 3.04 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.11 (d, 2H, J = 8.4 Hz), 7.47 (d, 2H, J = 8.1 Hz), 9.70 (brs, 1H). 
I a - 2 0 4 
mp 250-251 °C 

*H-NMR (DMSO) 6 ppm: 1.22-1.39 (m, 2H), 1.22 (d, 6H, J = 6.6 Hz), 1.40-1.57 
10 (m 2H), 1.80-2.01 (m, 4H). 2.28 (m, 1H), 2.98-3.21 (m, 2H), 7.00 (d, 1H, J = 7.8 
Hz), 7.34 (s, 1H), 7.75 (d, 2H. J = 9.0 Hz), 7.91 (d, 2H, J = 8.7 Hz). 8.17 (s, 1H), 
10.10 (brs, 1H). 
I a - 2 0 5 
mp 239-240 °C 

15 !H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 5H), 2.08 
(m, 2H), 3.05 (m, 1H), 3.80 (m, 4H), 4.95 (m, 1H), 6.79 (d, 1H, J=8.7), 6.83 (d, 2H, 
J=8.7), 7.48 (d, 2H, J=8.7), 9.66 (s, 1H). 
I a - 2 0 6 
mp 236-238 °C 

20 !H-NMR (DMSO) 5 ppm:1.27 (s, 9H), 1.2-1.7 (m, 8H), 1.8-2.0 (m, 6H), 2.18 (m, 
1H), 3.04 (m, 1H), 3.3-3.6(m, 2H), 3.85 (m, 3H), 6.80 (d, 1H, J=9.0), 6.84 (d, 2H, 
J=9.0), 7.47 (d, 2H, J=9.0), 9.65 (s, 1H). 
I a - 2 0 7. 
mp 224-226 »C 

25 *H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.24(m, 
1H), 2.39 (m, 2H), 3.06 (m, 1H), 3.50 (t, 2H, J=7.5). 3.70 (t, 2H, J=6.3), 6.78 (d, 
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1H, J=6.6). 6.83 (m, 1H), 7.25 (m, 1H), 7.27 (m, 1H), 7.54 (s.lH). 9.61 (s, 1H). 
I a - 2 0 8 
mp 275-277 °C 

J H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 
5 (m, 1H), 2.38 (m, 2H), 3.07 (m, 1H), 3.47 (t, 2H, J=6.9), 3.69 (t, 2H, J=6.6), 6.80 
(d, 1H, J=8.7), 7.14 (d, 2H, J=8.4), 7.58 (d, 2H, J=8.4), 9.83 (s, 1H). 
I a - 2 0 9 
mp 214-215 °C 

iH-NMR (DMSO) 6 ppm: 1.26-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
10 2.25 (m, 1H), 3.06 (m, 1H). 6.59 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 6.86 (d, 1H, J 
= 2.7 Hz), 7.28-7.40 (m, 2H), 7.47 (m, 1H), 7.75 (s, 1H), 8.01 (s, 1H). 9.91 (brs, 
1H). 

Ii-2 10 
mp 272-275 °C 

15 1H-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 6.59 (m, 1H), 6.87 (d, 1H, J = 3.3 Hz), 
7.41 (d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 8.7 Hz), 7.72 (m, 1H), 7.83 (d, 2H, J = 
8.7 Hz), 7.90 (d, 2H, J = 8.7 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
I a — 2 1 1 
mp 251-255 «C 

20 1 H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.36 (s, 1H), 7.41 (d, 2H, J = 8.4 Hz), 
7.91 (d, 2H, J = 8.4 Hz), 7.92-8.00 (m, 4H), 8.19 (s, 1H), 10.06 (brs, 1H), 10.38 
(brs, 1H). 
I a - 2 1 2 
mp 241-244 »C 

25 *H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 1.50-1.78 (m, 6H), 1.81-1.97 (m, 2H), 
4.78 (m, 1H), 6.87 (d, 2H, J = 9.0 Hz), 7.38 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
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9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.97 (brs, 1H), 9.99 (brs, 1H). 
I a - 2 1 3 
mp 283-286 °C 

iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.12 (d-d, 1H, J = 3.6 Hz, 5.1 Hz), 7.41 
5 (d, 2H, J = 9.0 Hz), 7.46 (m, 1H), 7.50 (d-d. 1H, J = 1.2 Hz, 5.1 Hz), 7.64 (d, 2H, 
J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 7.90 (d, 2H, J = 9.3 Hz), 10.03 (brs, 1H), 
10.22 (brs, 1H). 
I a - 2 1 6 
mp 224-225°C 

10 X H-NMR (CDC1 3 ) 8 ppm: 1.22 (d, 6H, J=6.9), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H). 
2.45 (m, 1H), 3.12 (m, 2H), 6.99 (d, 1H, J=8.1), 8.15 (m, 1H), 8.27 (d, 1H. J=9.0), 
8.69 (s, 1H), 10.86 (s, 1H). 
I a - 2 1 9 
mp 270-272 «C 

15 1 H-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.34-1.51 (m, 2H), 1.80-1.92 (m, 2H), 
2.83- 2.97 (m, 2H), 3.32 (m, 1H), 3.99-4.12 (m 2H), 6.92 (d, 1H, J = 8.7 Hz), 7.57 
(d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 9.0 Hz), 8.90 (brs, 1H). 
I a - 2 2 0 
mp 187-189 °C 

20 !H-NMR (DMSO) 6 ppm: 1.28 (s, 9H), 1.31-1.51 (m, 2H), 1.78-1.90 (m, 2H), 
2.78-2.93 (m, 2H), 3.30 (m, 1H), 3.97-4.09 (m, 2H), 6.90 (d, 1H, J = 8.7 Hz), 7.06 
(t, 2H, J = 9.0 Hz), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 1 
mp 260-262 °C 

25 *H-NMR (DMSO) 5 ppm: 1.12-1.50 (m, 7H), 1.28 (s, 9H), 1.63-1.90 (m, 7H), 
2.40 (m, 1H), 2.76-2.91 (m, 2H). 3.28 (m, 1H), 3.96-4.09 (m, 2H), 6.90 (d, 1H, J 
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= 8.7 Hz), 7.06 (d, 2H, J = 8.4 Hz), 7.32 (d, 2H, J = 8.4 Hz), 8.40 (brs, 1H). 
I a - 2 2 2 
mp 265-267 «C 

iH-NMR (DMSO) 6 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.31-1.48 (m, 2H), 1.77-1.90 
5 (m, 2H), 2.84-2.98 (m, 2H), 3.16 (m, 1H), 3.33 (m, 1H), 3.96-4.10 (m, 2H), 7.11 (d, 
1H, J = 7.8 Hz), 7.57 (d, 2H, J = 8.7 Hz), 7.67 (d, 2H, J = 8.4 Hz), 8.90 (brs, 1H). 
I a - 2 2 3 
mp 183-186 °C 

iH-NMR (DMSO) 6 ppm: 1.23 (d, 6H, J = 6.9 Hz), 1.28-1.47 (m, 2H), 1.76-1.88 
10 (m, 2H), 2.80-3.16 (m, 2H), 3.16 (m, 1H), 3.32 (m, 1H), 3.94-4.07 (m, 2H), 
7.00-7.14 (m, 3H), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 4 
mp 232-234 °C 

*H-NMR (DMSO) 6 ppm: 1.12-1.46 (m, 7H), 1.23 (d, 6H, J = 6.6 Hz), 1.63-1.87 
15 (m, 7H), 2.40 (m, 1H), 2.78-2.93 (m, 2H), 3.15 (m.lH), 3.31 (m.lH), 3.94-4.07 (m, 
2H), 7.06 (d, 2H, J = 8.4 Hz), 7.09 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.4 Hz), 
8.39 (brs, 1H). 
I a - 2 2 5 
mp 222-224 °C 

20 *H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.30-1.61 (m, 4H), 1.77-1.98 (m, 4H), 
2.66-2.90 (m, 2H), 3.28 (m, 1H), 3.40-3.50 (m, 2H), 3.79-3.88 (m, 2H), 3.96-4.08 
(m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 6.91 (d, 1H, J = 9.0 Hz), 7.31 (d. 
2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 2 6 

25 mp 194-195 °C 

!H-NMR (CDCI3/DMSO) 6 ppm: 1.39 (d, 6H, J = 7.2 Hz), 1.66 (quintet, 2H, J 
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= 6.8 Hz), 1.87 (quintet, 2H, J = 7.7 Hz), 2.47 (t, 2H, J = 7.5 Hz), 3.11-3.22 (m, 
1H), 3.21 (t, 2H, J = 6.2 Hz), 5.00 (brs, 1H), 7.35-7.56 (m, 5H), 7.86 (d, 1H, J = 

8.4 Hz), 8.05 (dd, 1H, J = 1.8, 8.1 Hz), 8.20 (d, 1H, J = 1.8 Hz), 9.24 (s, 1H). 
I a - 2 2 7 

5 mp >300 °C 

iH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J = 6.3 Hz), 1.20-1.40 (m, 4H), 1.74-2.10 
(m, 4H), 2.20-2.40 (m, 1H), 2.39 (s, 3H), 3.00-3.30 (m, 2H). 6.25 (s, 1H), 6.99 (br 6 , 
1H), 7.43-7.57 (m, 1H), 7.71 (d, 1H, J = 8.1 Hz), 7.76 (s, 1H), 10.27 (s, 1H). 
I a - 2 2 8 
10 mp 168-169 «C 

*H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.49 (quintet, 2H, J = 7.5 Hz), 1.64 
(quintet, 2H, J = 7.4 Hz), 2.38 (t, 2H, J = 7.2 Hz), 2.40 (s, 3H), 3.04 (q, 2H, J = 

6.5 Hz), 6.25 (s, 1H), 6.89 (t, 1H, J = 6.0 Hz), 7.48 (dd, 1H, J = 1.8, 8.4 Hz), 7.71 
(d, 1H, J = 8.4 Hz), 7.77 (d, 1H, J = 1.8 Hz), 10.33 (s. 1H). 

15 I a - 2 2 9 
mp 174-175 °C 

1 H-NMR(DMSO) 6 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.42-1.56 (m, 2H)', 1.56-1.70 
(m, 2H), 2.33-2.42 (m, 2H), 2.40 (s, 3H), 2.90-3.02 (m, 2H), 3.14 (septet, 1H, J = 
6.5 Hz), 6.26 (s, 1H), 6.99 (brs, 1H), 7.48 (d, 1H, J = 8.4 Hz), 7.71 (d, 1H, J = 8.7 
20 Hz), 7.77 (s, 1H), 10.33 (s, 1H). 
I a - 2 3 0 
mp 194-195.«?C 

!H-NMR (DMSO) 6 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.25-1.65 (m, 4H), 1.27 (s, 
9H), 1.81-2.05 (m, 5H), 2.23-2.35 (m, 1H), 2.99-3.15 (m, 1H), 3.36 (d, 2H, J = 7.2 
25 Hz), 6.80 (d, 1H, J = 8.4 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.87 (d, 1H, J = 8.4 Hz), 
8.19 (s, 1H), 10.44 (s, 1H). 
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I a - 2 3 1 
mp 221-222 »C 

*H -NMR (DMSO) 5 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.22-1.40 (m, 2H), 1.23 (d. 
6H, J = 6.9 Hz), 1.40-1.58 (m, 2H), 1.82-2.04 (m, 5H), 2.22-2.37 (m, 1H), 3.00- 
5 3.16 (m, 1H), 3.15 (septet, 1H, J = 6.6 Hz), 3.36 (d, 2H, J = 7.5 Hz), 6.99 (d, 1H, 
J = 7.5 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.86 (d, 1H, J = 8.4 Hz), 8.19 (s, 1H), 10.45 
(s, 1H). 
I a - 2 3 2 
mp 196-197 »C 

10 *H-NMR (CDC1 3 ) 6 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.42 (s, 1H), 1.60-1.70 (m, 
2H), 1.88 (quintet, 2H, J = 7.4 Hz), 2.02-2.20 (m, 1H), 2.46 (t, 2H, J = 7.7 Hz), 
3.29 (q, 2H, J = 6.1 Hz), 3.48 (d, 2H, J = 7.8 Hz), 4.26 (t, 1H, J = 6.0 Hz), 7.76 (d, 
1H, J = 8.1 Hz), 7.90 (dd, 1H, J = 1.8, 8.1 Hz), 8.07 (d, 1H, J = 1.5 Hz), 8.39 (s, 
1H). 

15 I a - 2 3 3 

m.p. 151-152 «C 

iH-NMR (CDCI3) 8 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.40 (d, 6H, J = 6.6 Hz),- 
1.62-1.69 (m, 2H), 1.88 (quintet, 2H, J = 7.3 Hz), 2.03-2.16 (m, 1H), 2.47 (t, 2H, 
J = 7.5 Hz), 3.21 (septet, 1H, J = 6.8 Hz), 3.23 (q, 2H, J = 6.3 Hz), 3.48 (d, 2H, J 
20 = 7.5 Hz), 4.43 (t, 1H, J = 6.0 Hz), 7.76 (d, 1H, J = 8.4 Hz), 7.91 (dd, 1H, J = 1.8, 
8.4 Hz), 8.06 (d, 1H. J = 1.8 Hz), 8.36 (s, 1H). 
I a - 2 3 4 
mp 219-220 °C 

1 H-NMR (DMSO-de) 6 ppm: 1.28 (s, 9H), 1.30-1.50 (m, 2H), 1.74-1.88 (m, 2H), 
25 2.83 (t, 2H, J = 11.1 Hz), 3.20-3.32 (m, 1H), 3.94-4.07 (m, 2H), 5.94 (s, 2H), 6.77 
(d, 1H, J = 8.8 Hz), 6.82 (dd, 1H, J = 1.8, 8.7 Hz), 6.89 (d. 1H, J = 8.7 Hz), 7.11 

247 



WO 01/37826 



PCT/JPOO/08197 



(d, 1H, J = 1.8 Hz), 8.38 (s, 1H). 
1 a - 2 3 5 
mp 280-282 °C 

1 H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.26-1.57 (m, 4H), 1.86-2.03 (m, 4H), 
5 2.38-2.50 (m, 1H), 3.00-3.14 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 7.29 (t, 1H, J = 8.4 
Hz), 7.43 (t, 1H, J = 7.5 Hz), 7.73 (d, 1H, J = 8.4 Hz), 7.96 (d, 1H, J = 7.5 Hz), 
12.27 (s, 1H). 
I a - 2 3 7 
mp 204-205 °C 

10 !H-NMR (DMSO) 6 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.29-1.61 (m, 4H), 1.75-1.98 
(m, 4H), 2.78-2.92 (m, 2H), 3.15 (m, 1H), 3.29 (m, 1H), 3.38-3.51 (m, 2H), 
3.78-3.89 (m, 2H), 3.94-4.06 (m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 7.10 
(d, 1H, J = 7.8 Hz). 7.31 (d, 2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 3 8 

15 mp 128-130 °C 

!H-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.41-1.53 (m, 2H), 1.55-1.68 (m, 2H), 
2.44 (t, 2H, J = 7.2 Hz), 2.98-3.07 (m, 2H), 6.90 (t, 1H, J = 6.0 Hz), 8.16 (d"d, 1H, 
J = 2.1 Hz, 8.7 Hz), 8.29 (d, 1H, J = 8.7 Hz), 8.70 (m, 1H), 10.91 (brs, 1H). 
I a - 2 3 9 
20 mp 256-258 °C 

!H-NMR (DMSO) 6 ppm: 1.26-1.53 (m, 4H), 1.26 (s, 9H), 1.76-2.00 (m, 4H), 
2.23 (s, 3H), 2.39 (m, 1H), 3.04 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.57 (d-d, 1H, 
J = 2.4 Hz, 8.4 Hz), 7.97 (d, 1H, J = 8.4 Hz), 8.12 (m, 1H), 10.26 (brs, 1H). 
I a - 2 4 0 
25 mp 288-290 «C 

iH-NMR (DMSO) 6 ppm: 1.26-1.53 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 4H), 
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2.40 (m, 1H), 3.04 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.07 (m, 1H), 7.75 (m, 1H), 
8.07 (d, 1H, J = 8.4 Hz), 8.29 (m. 1H), 10.36 (brs, 1H). 
I a - 2 4 1 
mp 249-250 »C 

5 iH-NMR (DMSO) 5 ppm: 1.28 (s, 9H). 1.34-1.50 (m, 2H), 1.79-1.90 (m, 2H), 
2.74-2.98 (m, 2H), 3.32 (m, 1H), 4.02-4.14 (m. 2H), 6.91 (d, 1H, J = 8.4 Hz), 7.94 
(d, 1H, J = 9.0 Hz), 8.04 (d-d, 1H, J = 2.1 Hz, 9.0 Hz), 8.60 (s, 1H), 9.76 (brs, 1H). 
I a - 2 4 2 
mp 250-252 °C 

10 iH-NMR (DMSO) 6 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.24-1.54 (m, 4H), 1.76- 
1.88 (m, 2H), 1.90-2.01 (m, 2H), 2.21 (m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J = 8.7 
Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.72 (brs, 1H). 
136-0290 
mp 250-252 «C 

15 iH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.28 (s, 9H), 1.35-1.52 (m, 
2H), 1.78-1.92 (m, 2H), 2.20 (s, 3H), 2.81-2.96 (m, 2H), 3.33 (m, 1H), 3.96-4.16 
(m, 3H), 6.92 (d, 1H, J = 8.7 Hz), 7.27 (d, 1H, J = 8.1 Hz), 7.60 (m, 1H), 7.66 (m, 
1H), 8.06 (d, 1H, J = 7.8 Hz), 8.14 (brs, 1H). 
I a - 2 4 4 

20 mp 211-213 »C 

iH-NMR (DMSO) 6 ppm: 1.29 (s, 9H), 1.35-1.52 (m, 2H), 1.81-1.93 (m, 2H), 
2.83-2.97 (m, 2H), 3.32 (m, 1H), 4.03-4.14 (m, 2H), 6.93 (d, 1H, J = 8.7 Hz), 7.55 
(d-d, 1H, J = 2.1 Hz, 9.0 Hz), 7.94 (d, 1H, J = 9.0 Hz), 8.29 (d, 1H, J = 1.8 Hz), 
8.78 (brs, 1H), 9.19 (s, 1H). 

25 I a - 2 4 5 
mp 196-197 oC 
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!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.73 (m, 4h), 4.99 (s, 1H), 6.79 (d, 1H, J=8.7), 7.13 (d, 1H, 
J=6.8), 7.22 (t, 1H, J=6.8), 7.49 (d, 1H, J=6.8), 7.72 (s, 1H), 9.78 (s, 1H). 
I a - 2 4 6 
5 mp 242-244 °C 

iH-NMR (DMSO) 6 ppm: 1.27 (s. 9H), 1.2-1.5 (m, 4H), 1.65 (m, 4H), 1.8-2.0 
(m, 4H), 2.23 (m, 1H), 2.71 (m. 1H), 3.06 (m, 1H), 3.43 (m, 2H), 3.93 (m, 2H), 
6.79 (d, 1H, J=8.7), 6.91 (d, 1H, J=8.7), 7.20 (t, 1H, J=7.5), 7.40 (d, 1H, J=7.5), 
7.53 (s, 1H), 9.76 (s, 1H). 
10 I a - 2 4 7 
mp 242-245°C 

*H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H). 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.74 (m. 4H), 4.94 (brs, 1H), 6.79 (d, lh, J=8.7), 7.38 (d, 
1H, J=8:7), 7.52 (d, 1H, J=8.7), 9.76 (s, 1H). 
15 I a - 2 4 8 
mp 272-274 <>C 

! H-NMR (CDC1 3 ) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.62 (m, 4H), 1.8-2.0 " 
(m, 4H), 2.22 (m, 1H), 2.68 (m, 1H), 3.05 (m, 1H), 3.41 (m, 2H), 3.92 (m, 2H), 





6.79 (d, 1H, J= 


=9.0), 7.15 (d, 2H, J=8.7), 7.50 (d, 2H, J=8.7), 9.73(e, 1H). 


20 


I a - 2 4 9 


mp 174-176 °C 




I a - 2 5 0 


mp 255-257 -C 




I a - 2 5 2 


mp 249-251 »C 




I a - 2 5 3 


mp 120-121 °C 




I a - 2 5 4 


mp 236-237 »C 


25 


I a - 2 5 5 


mp 172-174 °C 




I a - 2 5 6 


mp 257-259 °C 
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I a - 2 5 7 mp 179-180 «C 
I a - 2 5 8 mp 227-229 °C 
I a - 2 5 9 mp 135-136 °C 
f*Sfc0»Jl NPYY5^ftl^t5a«tt 
5 t h NPY Y5£2g# Kt5 cDNA 6B?'J (W096/ 16542 **JS) 16 

pME18S (Takebe etal. Mol. Cell. Biol. 8, 8957) (d^a-->'^L 
fc B nbtl-ft&m^? LipofectAMINE (ISS, GibcoBRLtt) 

io NPYY5^«^^^m$-frrt cHO»ja^e>MS Litmm & & .*&miz& z it 

GfoRXf 30,000 cpm ^[Wj^T'^'C K YY (**S£60pM : 7v->+AttH) 
t t 1>\Z.T >y± J ®Wm (0.1% *Fto.mT/V7% >£-&tf 20 mM HEPES-Hank 6 
t&mm. pH 7.4) tp-C, 25t. 2 ftm* y^a^-^a > 1% >K!>if 

L' W 5 Lfc^v^ 7^ yU^-GF/C KTitiS Lfc. 50 mM Tris-HCl fltffi 

15 W. pH7.4t£Tifcfr&. t>?-\zx *7 4 ;\s*-±<Dfo*tm&i: 

*fe^e ^^SW^-g-H 200 nM^/?-f K YY &&TT?m& U 
• >T KYY 50KHM* <ICa6fl« £ [Inui, A. et 

al. Endocrinology 131, 2090-2096(1992) M]„ £ S 1 *5 «t V$t 2 *i" 0 
**Mfc«S^^*r4, NPY Ybg^fticM-FZ^?* J K YY (NPY t f^K 

20 &W) HtFLfc. BP*,*{k^^ji. NPY Y5 SSfrfl^ L-t&fntt£^ 

L7t 0 
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S*$0!f2 CH0ttfifc*»tt5 cAMP£jfc»«feJB 

t h NPYY5£^#£38 9i£-&;t CHO*ffl8&£. 2.5mM Vf^-iV* 

(SIGMA tt) #£T-?37t. 20#fBW V^^-v^ > L7>:&, #389! 
5 IC^Mfc-S-feSrSsiO L 5#ffl-r ^df-a^-^g > U ©& 50 nM NPY Jfctf 10 
y M7*/^3!)y (Sigma tt) SrABaiT 30 # W-T > * — *S a > L7t 0 IN 
HC1 *fln L T Rffc * # it L « , ±» «P © cAMP fi * EIA kit( Amersham LIFE 
SIENCEttS) *ffiV^-Cfi!lSLfc. 7*/W* = V VJWfcfcJ: 5 cAMP ^fijcKUtf 
5 NPY <Dtofflftm & 100%t L, ^© NPYf^«K*r-fS*»WK:«*^^'*J© 
10 50HRMA (ICsoflt) £#*7t 0 &*£3c 1 ~S4 tC^-To 
* 1 





binding 
IC 50 (nM) 


cAMP 
IC 50 (nM) 


1-2 


7.5 


72 


1-7 


3 


<10 


I-ll 


1.3 


5 


1-18 


4.4 


29 


1-20 


7 


21 


1-22 


8.6 


51 


1-24 


9.6 


71 


1-25 


0.6 


2.6 


1-41 


5.3 


38.2 


1-44 


1.0 


13.4 


1-45 


1.2 


27.9 


1-46 


0.8 


10.5 


1-47 


0.6 


14.9 


1-49 


0.4 


8.1 


1-50 


0.3 


8.4 ! 


1-53 


4.1 


21 


1-55 


9.0 


40 


1-57 


4.8 


47 


1-59 


0.8 


35 


1-60 


0.69 


18 


1-61 


0.26 


5.3 



1-62 


0.58 


16 


1-63 


1.3 


50 


1-64 


2.2 


80 


1-65 


1.8 


72 


1-66 


1.5 


30 


1-67 


2 


17 


1-69 


3.8 


13 


1-72 


2.3 


2.1 


1-75 


0.55 


3.4 


1-76 


0.61 


5.5 


1-77 


1.8 


28 


1-79 


0.59 


25 


1-83 


0.61 


29 


1-84 
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